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. Abstract of J P5279355 

PURPOSE:To provide a novel compound which has excellent action to inhibit acetylcholinesterase and 
is useful for treating senile dementia, Alzheimer's sclerosis or the like. 

. CONSTITUTION:A compound of formula I (A is >N-(CH2)n- f >C= >C= CH(CH2)n; n is 0 to 7; Y is 
>C=0, >C-OH; R<1> is H, halogen, alkyl, alkoxy; R<2> is H, halogen, OH, alkyl; R<3> is H, halogen, 
alkyl, alkoxy; m is 1 to 3), for example, 9-amino-2-[4-(1-benzylpiperidyl)methyl]-2,3-dihydropyrrolo[3,4- 
b]quinoline-1-one. The compound of formula I is obtained by cyclization of a compound of formula II in 
the presence of a base such as potassium carbonate and cuprous chloride in a solvent such as THF at 
room temperature to refluxing temperature. 



Data supplied from the esp@cenet database - Patent Abstracts of Japan 



httn//v3.ftRn«r.«net.com/textdoc?DB=PAJ&&IDX=JP5279355&F=0 



2004/11/11 




THIS PAGt BLANK (uspto 



(19)B*S*JI*/t (JP) 



da & m # & ^ (a) 



#^¥5 -279355 

(43)2tflB ¥)«5¥(1993)10^26B 



(51)IntCL s 






F I 




C0 7D 401/04 


2 11 


8829 - 4C 






A 6 1 K 31/445 


AAM 


7252 -4C 






31/47 


AAW 


7252 - 4C 






31/55 




7252 -4 C 






C 0 7D 471/04 


1 0 2 


8829 -4C 














Iff^cOSC 3 (± 28 H) &$lHK:g?< 




«®¥3 -271408 




(71)tfi8gA 


000102496 












(22)tHSB 


¥l« 3 ¥(1991)103183 




JWtlWffeK B *«S»T 2 T B 12# 4 # 








(72)$S9J# 


&m\ Wei 


(31)«5feti^5i#^ 


#H¥2 -281093 






=PJS^{fe&T&**Sl546#J839 - 24 


(32)«5feB 


¥ 2 (1990)103190 


(72)5891# 


mm mm 


(33)ffi5feffi^®@ 


a* (jp) 






- 5 -21-201 








(72)3893# 


/h# fits? 










=f^m^BamiinSffl4TB25#»8 -103 








(j2mmm 


&a saw 










=FigJf^Slgifr«LflJII 9-21 -408 








(74)f$IA 












S»KIC«< 



(54) imi<D*>m */u>«*#st;cti^^E8 

(57) [S*&3 * >XX5 L 7-^ffi^XtttaiB*»J. 

*<d— Kit (1) t$t)^n5^yu>R» Mbi] 



(1) 




—1003— 



wmtm i ] ( i ) 




(2) 



(J (CHa): 



* lit!] 



#BS¥5- 2 7 9 3 5 5 



C**K >A=^ 1;U >N-(CH a )»-^ >C=OC=CH(CH a ) n - Xli 

>CHOH *^L. R'WyidMFF, ^py/lff, r^+ji/g, T»u + *yW3L 



imxm 2 ] i is*©* / u MHutxtt-eo 

3W. 

[S»*« 3 ] BljJfcSt 1 fE«©* / 'J >S§W#:XH:^-© 

B6i5!©#«ifcK9i] 

[0 0 0 1] 
[0 0 0 2] 

[«£*©&«] %¥1£*«Hu j&mtmmmmmmt.7jv 

Atf, ^e«J^:7-fe^;>3 U >lXf7- tf (ACh 
[Neurology, 8, 397 (197 

8) 3 . 

[0 0 0 3] SSI', 4#^BS6 1 - 1 4 8 1 5 4*§% & 
WBB 6 3- 1 4 1 9 8 0^, 4#BflffS 63-166881 
^. #HBS 64-7 3^, 1 -2 5 0 3 5 3^ 

8fW!¥2 - 1 6 7 2 6 7*HP©£ifflfttfJ ou r n a 1 
of MedicinalChemistry, _3 
J_, 1278 (1988) ; H 3 2 , 1805 (198 



9) til, T5 7 7'5"J>'>iS^t#:*ty-fe:5 i ;i/3U>X 

(Summers) ^tt. rJl^/W-?— SlHiUfrglC 
9-73/- 1, 2, 3, 4— fh5t Hn7^'jy> 

W*U» £W'3 1 >*»-W*!lfcK:j;D, *©^ 
#©&§*<#■ e>*U *3a-C*-5tffi&UTV>-5 (The 
New England Journal of Me 
d i c i n e , 3 1 5 , 1241 (1986)). 
30 [0 0 0 4] 

[|5§B*J«ftL«fc3i:-rsaBS] LjfcUfcfltS. UtiS 

[0 0 0 5] 

[«JB£#ife-r.5&»©^R] f**StRC*HT. * 

5g^#e>»gc#x©fc3-«i£-&j£u *v>mmtm&tk 

40 SiVT^fiilzZZ. (1) TSto^n-SSrS 

&*y U >S!»ft:Xtt-?-©**««n&T-fe5 t ^3 U >x 

[0 0 0 63 T«*>-6, *fSS8»£fc©-«::i£ (1) 

[0 0 0 7] 

Hfc2] 



—1004— 



(3) 



!^H¥5-2 7 9 3 5 5 




lis >N-<CH a )n". >C=x>C=CH(CH a ) n - Xtt 
>CH(CH S )„- (CCT?n tt 0 - 7 ©fifefcgrf) «r^L. Y tt >C=Q Xtt 
>CH0H *^L. R'ttrtJgB^ ^ay>IS?> T^+a-Sn T^3*'/IX 



co o o 83 x<san5*/u>K##xfc«-©&. r 

[0 0 0 9] ±12— $1$ (1) »CiSV>T, 7)V*-)V&£ 
VTtefcmtk 1-8 ©iSSt 

p'Dtf^s, n-^^as, t-y^ 
S, n-^>^;ws, n-'\*>';vs. ->-9D^atf;w 

jj^+i'St LTa^sst i ~ 8 ©7;V3*-> 

t - 7 h ->gs?*t# e> n, ad y t l r 
tutit Mist* i ~ 8 
^*g, n-7?-)v**&, -fv/atr^t^* 

a ->S. n - 7* U ;i/*^r i'S. i - ^ 

u ->S, n - y s' ^ u Ji'** ->S. i - r% v U 
*->g '\^iJ-y-i';p^-=¥v'S^^tfe»n-5. ems 
£WLTV>T , b.£V'>7xx;i'gtLT«:7xx ;wg, o 

7xz;n. p-* h^^^^-^s^^tfe-ns. 
U5»-4 — OM x?;us. 3- (i -^>^jHf-< 



»js»-4 — r;w yntrji/S. 4- u-'oyjn; 

77^MiI/T(J^>-7^S, o-^^'JJI'S. m 

-^->u;i/S, p-^iuvg, o-yxi'jvs, m- 
7^->;n, p-7=->;n> o - y)is*u^>zj)i 
g. m-7;l/^-a^>v ! ;US, p - 7;M-n"*>sw 
S, o-7Dn^>^S, m-i7nD^>y^S. p 

>v>;i/g, y x.*^)V&&&mtf*>ti2>. T)V7jy^()V 

)Vm. n-AfWJJI/g, i -/tvu^g. n-^-sv 
jus^^vf Stvs. *fc> 7;]/3*->#;i,#xAg 

t L,T«S^2 ~ 6 <07)Vmf-*sfi)V#—)Vmifimvf 

*2^;t;;W#x;pg. n -7ntf*isft )Vtf=.)l>&. I- 
yntf^rtA^x^g. n-:/h3rSo!7;W*x;i/g, 

[00 1 0] — mj£ (1) cDte^igjcDifitLTtt, 

40 mm. mwt. 2k<t*.mmm<omm&mRzfmm. ->^y 

^x>&, 7?m TK>R. nA^BS, a 
p- h;vx>x;^>e. 

[ooii] *56^fb-&«3 (i) I*. ey*.tfTia©75fc 

[0 0 12] 

[fi;3] 



—1005— 




—1006— 



(5) 



5-279355 



<3 



(8) 



CM-(CH,)>-^~^- 



CH 3 





CM 
NH > 



(1 0) 



(9) 




N-(CH a ), 
^ (2) 



\ 




N-CH 




K 



(1 a) 



[0 0 14] CS:*> X5iAny>-II^> R 4 ttttft 

[0 0 15] Tfc:*^* ADyy-J-^hRXXr^ 
(3) lcx^U>^Un-;WS:SJS$ii: , rADy/- 
0, j8 -Xfl/>yt^y7J^>^XXf;l' (4) <h 

v?^^r^T;V^>K (5) #C^T?SS*Mb'&* 
(5) (6) F# (7) * 

# (8) £fcU S&JcKSEJC*ii:Tfls^« (9) & 

cntco -73 / ^^/xhu^s do) 
s^ntffl:^* (2) a*#e>n*o ^tt#e»nwt:& 

« (2) ft»ft;*-erntf**98<0*/ U (1 

a) *t#6n^ 

[0 0 16] ft-S* (3) tXfU>y'J3-^i:©K 



^>K«<3DK<OSFfiTKff?S:fen«>« (4) <D 

(5) (6) zSzsZU^lrzs)},*)], 

mt&fcfe* 7;i^3-^«o«tt*«t*, (7) 
^Dfr&fcn** (8) oRxfi/>y** 

<B##*bV>. ft** (9) to-75/^/XhU 
;Wlt (10) tOR*Hu h;^x>, ^>if>^OSg& 

(2) cintaMb-e-tfcsctfcio, 

U>B»# (1 a) fcX<Ci**-C*S. ft-&«3 (2) 
oilkSSH «A«T-F9t:Fn^7>, 1, 4-v 



—1007— 



(6) 

9 




[0 0 18] Ut6] 



—1008— 



(7) 



11 





5-279355 



-0 i 0 i 




0 i 




m 





[ooi9] est*, r s \ttm<D7 s. j &\zm&vn 

[0 0 2 0] Tft*>^ */'J>Bt«# (1 1) C=¥K 
7;i^JPXX5^<Z>£j£tt8i&#«©<t^4&HR 5 £K 

j£2-a-oft#®> (12) cncj^f t Hft^ 

(13) &£.&-2-ltTtt l -£®l (1 b) £#-5. #&nfc 

(lb) $:Ji7c-rn«'ffc-&«i (i c) ##s»n 
-ebT. ;in<=>0Mb-&4& (i b) x«ffc-&«i (i 
c) s»*»ltntfft^«i (id) xmfc-&* (i 



e) d^n-6tl#&n*. Sfc, flS^-ft (Id) SStE 

-rn«-fb-&^ (i e) a*#£n. *t-&4& d e) StjItc 
tn«tHD*^ (i f) *<^e>ns. 
[0021] *sv>mm# (l l) 

;k ^Rxx^ffiM^i&tfagtfsn*. */u>tS3i 
*(ii) t¥&3LXT)V<aKfo&mmfciia5.j£\-i, 

50 SL-ln *b<&4& (12) t7^?t Hib-g-^I (13) £ 



—1009— 




(8) #88^5-2 7 9 35 5 

13 14 

osjfcte. u^asmv^ats v&v&mmtDwtE coo 2 3] 

T, - 8 O'C-gi&Tfrfcfcns. ft*:. (1 «fc8] 

b) Xtt (id) ©5Stc«, aSrro&Wyajn, ff*.»£/x 

{fc£-«J (lb) (1 c) <DflD*#flfSJ£:ra:. 

tET\Zfff3:t>nz>. (1 e) ©iS7C«T;P3-;P 

5**, fh7t H077>S«+*^-ft'J5 1 ^A7'^5 10 

[0 0 2 2] 
Mfc 7] 




30 



30 



40 



5 



—1010— 



(9) 



#SW5- 2 7 9 3 5 5 



15 



16 




T 

9 




ho 






t_3 



[0 0 2 4] C^*, R c ttT;^y-f Jl/SSr^U R 

[0 0 2 5] o-7^/^>7-bU 
(10) tC®* J8 -^h7^ h> (14) £KJS$1*T 
X^/flc (15) fcfcU cn*8Mt*** - tK± 

i37$/*yj># (16) #c^-cS8Mfr&4& 

(16) fcfl^tt (6) *EKStn«*»«©*yU 

>mmfr (i a) #»6ns. £ ^zit^m (i a) k 



tccfco^ft (i g) a<*#sn*. 

[0 0 2 6] o-T^y^^h'J^S (10) £8 
* 0 -^h^:? h> (14) iOEJStt* T)Vzi—)V^ 

56? (15) OldfcEJ&tt, fh7tFD77X 



—1011— 




(10) 

17 

*©##*UV>. 75/*/'J>* (16) t<t-£r%! 
(6) tfl)K*8^S, *j§«Stf», 18 0-2 2 OtT 

*os»-r«.*^. wwti 00-20 ox:-cijam-?zz. it 

•to. (la) \zm<z hit-en*. It 

&® (la) £Rf£Sii-*JitJlfr&©£Ji&&St*#£LT 

tat, #;v#>&Si*«K *;ujJ?>»/\7-f 

n> fc^m (1 a) taKBgJ»ieS^«^<!:CDSi£: 

— 1 0 O'CTfr&fcn-S. 
[0 0 2 7] 






—1012— 




[0 0 2 9] CStf, R 7 HtfcjMFP. T)V*c)Vm*. SCttiOft^ (1 1) TJWPJWfrt-fctfclC 

R » «t-j^;i/», r' r*yjHr/i*» & zvncsm (i j) &i§-5>. uj) ttrt^ 

S«lSSW-r-Sili:Ofe'5.^>^V^ 77^7 2 ft (1 U Sl«07;^7-h (MOR 8 ) iE&S 

/7;^M*. Mtt7/W!»U4MPlfc. X\zm.mm=F. tTf5utt>Tf5. mzit-S® (1 i) i;-ft^«l 

JUHR^ftSU R 1 . R 3 . mS^ntiMIB-hl^DS (1 j) l4W^ni^07 5>f (HNR«) tEJS 

[0 0 3 0] -TfcfclS, 7>V=7-)imm. (1 7) tea #t?**. 

*0->rh547b> (14 ) £S^tTIt5/# [0 0 3 1] (18) ©WKE*tt*UU> 

(18) tfcU ;in*»{fc;*-&4z:ifc.fc03r/ U / ft. h'J7^n^#>7M>8, «*JW*ftfc<!: 

(19) ^V^TS^'ft:^ (19) fcfl: V»Tff fcfctl***. #UU>ftejBV>. 130-1 

(6) ftEJ6S*ntt*»WO*yiJ>f|«flc (1 5 01CT?K«*-&*O**»*UV». A* (1 

h) iWISflS. $etC{fc-&«J (lh) »4Aay>flSf 50 9) fcflA* (6) <h<£>Bi*S&<&te:, N-*^-2- 



—1013— 




(12) 

21 

tfDUF 1 8 0~2 2 CC-CJiaJa-rs^tK 
<fcD, */'J>S3i# (lh) K»<CfcTS*. fc£ 
«T (lh) ©T-Jl^WtWU 3>7*/7A*>fcJI!V»TfT 

J^A7-f FtRJSS-B-S^tCtDff^^nS. ft; 
^<fe (lh) OAny>fftSj£:(l t*->M'JX 

&fc>n£. ifcft^ft (i i) (i j) ^co io 

Dfrfcfrns. ic&m (i i) tft;^ (i j) te^-n 

~a^iagn?MJ&£-& -set < 
(1 k) \Z&< ditfT**. 
[0 0 3 2] 

Mki i] 




7 9 3 5 5 

22 




[0 0 3 3] CSC«f», R i nfcK3dH^ TTWrJl*. B 

[0 0 3 4] (2 0) 75»5.*^CD=1r/U>Si9l 

#(11) ^<Z>E.felZJsm3<D{t&® (la) 

PMM>#ttfcj: off a "5 si .tat-c^s. 

(0 0 3 5] 
Hfcl 2] 



—1014— 



(13) 



#89^5-2 7 9 3 5 5 



23 



24 





CD 




P 



CO 




[0 0 3 6] CiC*. R 1 , R 3 , R 5 lktfm\$1ft&t 40 

[0037] -rtnt>*>, fc&m d2) iz*)v#~Mt 

&® (2 1) £EJ£3itTfc-S'gJ dm) U 

(lk), (1 c) fttf (1 e) \zm< ZizfifTZZZ. 
[0 0 3 8] -hfBSJStC&^T, Kfam&®fr*>*&W 

ft^-«f (i) s^K-rsctt. ^^mmmm^ 

[0 0 3 9] 50 



[0 04 0] (A) Tiz^fln U >IXf7- tf Bl^tf 

(tttttrtt) /vf^sftjt 77-730^- (b i 

ochemical Pharmacology) _7_» 

8 8 (1 9 6 1) \zi&m.-2nxi<>zjjmz£-?x7-t3 L 

[0 04 1] 



—1015— 



(14) 



4$B8¥5-2 7 9 3 5 5 



25 



26 



Dkl] 



rtraffi" 



[0 0 4 2] 



* * cm] 





iStt©tfci8tt 

!) v-LOO&J-ft) 


2 


1.9 4 


9 


5. 0 0 


4 1 


47. 62 


62 


9. 5 2 




1.0 0 



(B) y?x©X3U<5S>gM!SI:3ti 



[0 0 4 3] 
»TH«. ) 
[0 0 4 4] 

BSflH\ iStLttt StepthroughSSC 

©3 0*HgK®|!t&£9MC@# < «FS[fcA-3 5» 
D^>FT£6Hii> f oo t shock (2nA, 3g>) 



fc. fc*3. Rf£itl$CD8i|5£fci. ^SS3 0 OffrS-ChU 
■en«-h©S'&tt3 0 0fJ>,LUfc. HMffi*&f±> fc&fflg 
tlin^hn— ;P»©EJ6»W<Z>»£1 0 0 96iL-T> 
S^-ft^4&oa:S^ (%) SJSitibfc. 

[0 0 4 5] 
[*2] 





m m 

(mg/kg) 


& m m 

(96) 


2 


0. 0 3 . 
0. 1 


5 2. 0 
7 0.2 


9 


0. 0 3 
0. 1 


5 0.0 
7 1.9 




0. 1 

1. 0 


0 

2 6. 9 



[0 04 6] (o 5<v boxa#5'$.>mmm&\zzt 
(vtm&m smmnm&wi s t e r#?y bzim 

1 0EEfflV>T*8&£fT&o&. ^Sfctts t e p t h 

r o u g hjsis:<Dwmm*m^7t. aus:*=i#?3 > 



m& foot shock (0. 5mA, 3fJ>) K±oT 

3*W£;66Lfc. ^g<D2 4B#ra«tc»i4&£?i|«9i^K:g 
(0. 5mg/kg) £KBft^bfcl 5#&t£&ifcft;£- 50 fco fcfe, Rfemmomm*. SSS6 0 0&in*&U 



—1016— 




7 9 3 5 5 



mm&wtMmmoKfomftom&i o oxtvx. s coo 4 7] 
mt&vo-vo&mm (%) sstaufc, * [«3] 





B S 

(no f 


& m * 


2 


0. 0 3 
0. 1 
u ■ 0 


3 6. 1 
6 8. 9 

Do. D 


9 


0. 1 
0 3 


0 

5 n r 

u u • □ 


4 1 • 


0. 1 

0. 3 


3 2. 3 
3 9. 1 


5 6 


0.0 3 
0. 1 
0. 3 


3 3.0 
8 6. 1 
8 6. 5 


6 2 


0. 0 3 
0. 1 
0. 3 


5 0. 4 
9 2.0 
9 5.8 



[0 0 4 8] ±12©*0<, *SMJft*« (1) \*&nrc 

[0049] ±m*&mit&®> (1) x«;-?-©ifi£6isa 
skmtLTmm-rz&ti. -*-©&#»*&#©««, ¥ 
«>. ttiw, a±im. rim. s 

Pfi*©»&»— B 2~2 0 Ong, #£□&*©#-&— 
BO. 2~2 OmggS^SST»?>. 
[0 0 5 0] *XR(!>ft^« (1) tt. a#w^rfe-c« 

jh. mm, a^-fe^a, mmm. &mm. m 
5. HfiWH&wfi-r«K:ii. *SB9Hfc-&<» (1) \zm 

*5fi9Hfc** (1) £&i*^i&g*^©*ttjsw~j& <s 

Ttt, «jBR|*»1S:#, PMftiS-S-, MErtS 

[0 0 5 1] 

[»«©»*] &±©«K3MWHfr&* (1) tt, JW» 



[0 0 5 2] 
[0 0 5 3] 

4 _/7 Dn _ 3> 3 -if l/>yt*->^>Kl^l- 
15. 6 3 gSX^/— ;H 5 OnllOgfltU 2N*8 

KJ&ffttMEMIU ««g^»cfiSfaftm**SD 

3, 3-Xf U>yt*y^>gl 1. 9 7 g 
ft. 

40 MM. : 6 4~6 5"C 

1 H-NMR 6 ppm(CDCh ) :4. 09(s. 4H) , 3. 72(s, 2H) , 2. 91(s. 2 
B) 

[0 0 5 4] ##M2 
(1) 4 -^nn- 3, 3 -X^W 
6. 5 0 gSi^na;*^ l 8 OmHciSSPU 0*CT? 

in^ifc. ism. 4-7sy/?^-i-^>y;nf 

^>J2>>7. 3 4 gSr-g"tr>»^Dn^^>^|gE2 0ml* 

so mx i smmmwLrt. ^k^fsgss^u zm&m 



—1017— 




(16) 

29 

^77^-IC#U ^DD*M : (2 0 : 

1-1 5 : 1) ^aiS^iD, N- (4- 

*^u^;w -4-^pd-3, 

>^t*^^>87^ F 1 0. 0 2 g£*§*io 
HA: 7 8-7 9<C 

1 H-NMR 3 ppmCCDCh ) : 7. 35Cs, 5fi) , 6. 23 Cbr, Ifl) B 4. 08 (s, 4 
H) . 3. 61 Cs, 2H) , 3. 59 Cs , 2H) , 3. 15 (b. t , 2H) , 2. 98 (b. d, 2 
H), 2. 71 (s, 2H), 2. 22-1. 24 (m, 7H) 1(7 

(2) n- (4- (i-^>y^e^'jy;w 

-4-^DD-3, 3-Xfl/>my^>87^ 
F8. 4 3g^lMth l J^AXh^yH-X^y-^ 

EMU »**te*ftJPAT^nD*^ATttiaU, 

: *9J—fc (2 5:1) 2§a5®#<£D> 1 - 
(4- (1-^*K^U?W ^^;W -3, 3- 

1 H-NMR 6 ppmCCDCh) :7. 34(s, 5H), 3. 96 Cs, 4fl) , 3. 57 Cs, 2 
H) , 3. 47 (s , 2H) , 3. 18 (d, 2H) , 2. 93 Cb. d, 2H) , 2. 64 Cs , 2H) , 
2. 2-1. 2 Cm, 7H) 

(3) l- (4- ( i -^>^;i/tr^u VM 

-3, 3-XfU>S?**>'-2-KnU F>2. 6 0 
g £ * * / — * 5 0 ml fc»*U 6 N*KtKSi« 1 0 ml 

^^-fcttU *o*;W» : *9J—to (50:1 
-2 0:1) «EtiiIi#J;D, 1- (4- (1 -^>V)V 
bf^U^/W *<?M -2, 4-HDU^>l. 3 0 

g ^f^Co 

H£: 1 0 4-1 0 5*0 

1 H-NMR <5 ppm(CDCh ) :7. 34(s, 5H), 3. 84Cs, 2H) , 3. 77 Cs, 2 
H) , 3. 55 Cs, 2H) , 3. 26 (d, 2H) , 2. 92 Cb. d, 2H) , 2. 2-1. 2(m, 7 
H) 

IRv..x- e «*cnr l :1665, 1625 
[0 0 5 5] #%W3 40 

(1) N- (4- (1 -^O^l/fcf^Uv 5 ;!/) X^JW 
-4-^DD-3, 3-X^l/>v ? ^+->^>^T^ 
F 

1 H-NMR d ppmCCDCh ) : 7. 33 Cs, SB) , 6. 05 (br, 1H) . 4. 08 (b. 
s, 4H) . 3. 61 (s, 2H) , 3. 54 (s, 2H) , 3. 29 Cm, 2© , 2. 92(b. d, 2 
H) , 2. 70 (s, 2H) , 2. 1-1. 1 (m, 9H) 

(2) l- (4- (l -^>^;l/t?^U>W x^;W 

-3, 3-X^l/>^*>-- 2 -fcfDU F> 

1 H-NMR (5 ppmCCDCh ) :7. 34Cs. 5H) , 3. 97Cs, 4H) , 3. 56 (s, 2 50 
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H) . 3. 45 Cs. 2H) , 3. 34Ct . 2H) , 2. 92 Cb. d, 2H) , 2. 63 Cs, 2H) , 
2. 2-1.1 Cm, 9H) ' 

O) l- (4- (i-^>^;nf^u^;w x^;u- 

2, 4-tfnU v^-> 

1 H-NMR 6 ppm (CDCl 3 ) : 7 . 31 (s , 5H) , 3. 79 (s , 2© , 3. 77 (s, 2 
H) , 3. 50 Cs , 2H) , 3. 40 C t , 2H) , 2. 88 (b. d, 2H) , 2. 2-1. 1 Cm. 9 
H) 

IRv..i Bttl cr l :1670, 1625 
CO 0 5 6] ##0J4 

9-757-1, 2, 3, 4-rh7/WHD7^'Jy 
>- 1 -:t> 1 0. 6 g£71r FxHJ;!/2 5 OmllcK 
SU y-t-yT;^-#^-hl6. 4g<h4- 
^^7^yk!U^>0. 6g£JUA.T, 5 0-5 5 

f*U jnn*K : BHx^fc C5 0 : 1) ^WH^ 
ADW&ISatTittx-^JiDHIUbT, N- 
Cl, 2, 3, 4-fh5/WFD-l-*+y7?U 
9 — (M t-^jVA7-ML 0g& 

SbS: 1 2 7-1 2 8*C 

1 H-NMR <5 ppmCCDCh ) :8. 09 Cm, 2H), 7. 86 Cm, 1H) , 7. 62Cm, 1 
H) , 3. 36C t , 2H) , 2. 78C t , 2H) , 2. 26 Cm, 2H) , 1. 31 Cs, 9© 
[0 0 5 7] ##M5 

N- C2, 3-yth'D-l-t+Vy^D^>^ 

1 H-NMR 6 ppm (CDC h ) : 8. 24-7. 42 (m, 4H) , 3. 45 Cm, 2H) , 2. 88 
(m, 2H),1. 35(s,9H) 
[0 0 5 8] ##096 

(1) N- (4- (l -^>v;vtf^u rfu \± 

M -4-^DD-3, 3-X5 L I/>> ? ^->^^>ffi 
75H 

1 H-NMR <5 ppm CCDC h ) : 7 . 32 Cs , 5H) , 6. 10 (b r, 1H) , 4. 09 Cb. 
s, 4H) , 3. 61 Cs, 2H) , 3. 48 Cs, 2H) , 3. 22 Cm, 2H) , 2. 87 Cb. d, 2 
H) , 2. 70Cs, 2H) , 2. 1-1. 1 Cm, 11H) 

(2) l- (4 - ci -^>^^tf^u tf 

M -3, 3-XfI/>yt^y-2-h!niJ F> 
1 H-NMR d ppmCCDCh ) :7. 35(s, 5H) , 3. 99(s, 4H) , 3. 54Cs, 2 
H) , 3. 46 Cs , 2H) , 3. 35 C t , 2H) , 2. 91 Cb. d, 2H) , 2. 64 Cs , 2H) , 
2. 2-1.1 Cm, 11H) 

C3) l- (4 - (l -^>v>;l/t?^U VM ^ntf 
;» -2, 4-tfa»jy*> 
HA: 7 1-7 3<C 

1 H-NMR 0 ppmCCDCh ) : 7. 34 Cs, 5H) , 3. 81 Cs. 2H) , 3. 79(s, 2 
H) , 3. 51 Cs , 2H) , 3. 35 C t , 2H) , 2. 89 Cb . d, 2H) , 2. 2-1. 1 Cm, 9 
H) 

IRv 0 ax IBr cm- 1 :1675,1625 
[0 0 5 9] ###J7 
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1- (4- (l-^^hr^UvW) -2, 
4-EnU 5>*>1. 3 2 gto-7^y^>^hU 

;i/0. 5 8 g£^>±?>4 omncS&u p- h;i/x> 
*;v*>» • i*fn#u. o 4 g£jn*.T, 9 s *— > • 

X:*-^ (Dean-Stark) 7fc#RilS*I&D 
W\ 110-12 0 < Ca>?fl&iS±T9Pm «#T»KL 
re, S««^lN*fi^hU^A*SjS8 0ml 

»xy;w±DW*t*l/TN- (l- (4- (l -^>x 
JH£"tU5»W -2-t*V-3-bfoU>- 
4 jw - 2 -7^;^>^hU^ C (2) iW. 
ri = R 3 =H , n = 23 1. 0 4g» 
HA: 1 7 0-1 7 It: 

1 H-NMR 5 ppm(CDCh ) : 7. 75-7. 02 (m, 4H), 7. 36 (s. 5® , 6. 95 
-<b. s, 1H) , 5. 56(s, 1H) . 4. 14 (s, 2H) , 3. 62(s, 2H) , 3. 32(d, 2 
H),2. 99(b.d,2H),2.3-1.20D,7H) 
IR v „ . x » ' cm" 1 : 2230, 1635, 1620 
CO 0 6 0] ^##18 

n- (l- (4- (i -^>^t?^u^;W x^;v) 
- 2 -**y-3-b:nu >-4--r;v) -2-75/ 

^>7zhU;V C (2) 5£*, R 1 =R a =H, n = 
23 

1 H-NMR 6 ppmCCDCh ) : 7. 73-7. 03 (m. 4H), 7. 39(s, 5H) , 6. 82 
(b. s, 1H) , 5. 55(s, lfi) . 4. 09 (s, 2H) , 3. 72 (s, 2H) . 3. 45(t, 2 
fl) , 3. 08Cb. d, 2H), 2. 4-1. 2 (m. 9H) 
IRvc.x^'cm" 1 :2220, 1640, 1620 
[0 0 6 1] ##«9 

n- (i- (4 - a ih^us^m kf 

;W -2-t^V-3-bfP I J>-4-'f;» -2-7 
^;^>y-hU^ C (2) aSf, R 1 =R 3 =H, n 

= 3D I 

1 H-NMR 6 ppm (CDCla) :7. 72f 7 . 04 (m, 2H) , 7. 36 (s . 5H) . 6. 72 
(b. s, 1H) , 5. 60 Cs, 1H) , 4. 11 Cs, 2H) , 3. 56(s, 2H) , 3. 43 (t, 2 
H) , 2. 93 (b. d. 2H) , 2. 2-1. 1 Cm, 11H) 
IR v . . x 1 B ' cm" 1 : 2220, 1650, 1620 

[0062] mumi 

N- (1- (4- (1 -^>^)V\d^)V)V) *^)V) 

-2-**v-3-i;nu>-4- r;w -2-t^/ 

^>*/X h 84g^fh7/WHn77>40 

0 4 g fcin^T, 8I#T, 8t^MJlS5Ufco *ss«83£S& 
B*3£U ISft^h^A-r h # D77>4 0ml-C2l9l^b 

^;vj;DS»»bT9-7£y-2- (4- o-^> 

C3, 4-b] */U>-l-*> C (1)-SM>. R 1 
— R 3 = H, R 2 =NH 2 , A = >N- (C Hj ) 
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. Y=>C=0, m= 1, n=l] 0. 58g£# 
f§fi^: 194-19 513 

1 H-NMR 6 ppmCCDCh ) :7. 95 Cm, 2H), 7. 75 (m, 1© , 7. 49 (m, 1 
H) , 7. 35Cs, 5H) , 6. 50 (br, 2H) , 4. 41 Cs. 2H), 3. 62Cs, 21) , 3. 
49 (d, 2H) , 2. 99 (b. d, 2H) , 2. 3-1. 2 Cm, 7H) 
IRv B .*"<cm- l :1675,1640 
[0 0 6 3] $mm2 

i# 9 -7^ y - 2 - (4- ci -^>v f ;wtr^u^;w) x 

-2, 3-?kHoKnn C3, 4-b] 

C CD R 1 =R S =H, R 2 = N 

Ha , A = >N- (CH 2 ) □ -, Y=>C = 0, m= 

1, n = 2] 

f&& : 1 7 8-1 7 9^ 

1 H-NMR 6 ppmCCDCh ) :7. 94 Cm, 2H) , 7. 73 (m, 1H) , 7. 45 (m. 1 
H) , 7. 32(s, 5H), 6. 62 (br, 2H) , 4. 36 (s, 2H), 3. 61 (t, 2H), 3. 
52 Cs, 2H) , 2. 91Cb. d, 2H) , 2. 1-1. 2 Cm, 9H) 
IRv..x IBf cm- 1 :1675, 1640 
20 [0 0 6 4] 

N — (1., 2, 3. 4-rh7tPn-l-t*V7^ 
■J5*>-9— f/W t-^fWJW^-h3. 4 4g 

H»T, -TSTCfctlWflU 1. BMUfW^V^ 
D t^l/7 5 H-y^7D^if >$8f£8ml£i8TU 
T^***^***^ HI. 8ml£iraAfco 15# 
ft, 1 -^>>?;U- 4 - fcf^U >?>7-fe h7^ft K 

2. 3 8 g^«/Krh7k Fn77>^«l 5inl$: 
fSTLfco iSTJ&T&i* -7 8t;T3 0m $t\ZM& 

SSM>'U^W^7A^DTb^77^- 
(C#b, ^nD3^;VA : (10 0 : 1 — 5 

0:1) ^ffilIi#<£D#fc*§»£X5r y-;P<tDB<SS 
It, N- C2 - (2 - (1 -^>i^;Wtf^U> ? >-4 
--Ol/) X^U^» -1, 2, 3, 4-rh7bHD 
-l - t+v7^'J^>-9-^JW t-y^*r;i/A 

^-h [ (1) R 1 =R 3 =H, R 2 =-NHC 

^? OO-t-Bu, A=>C = CH (CH 2 ) a Y = 
>C = 0, m=2, n = 1] 2. 6 0g&#/h. 
HA : 1 1 6-1 1 7*C 

1 H-NMR 6 ppmCCDCh ) : 11. 22 (s, 1H) , 8. 00 (m, 2H) , 7. 78 Cm, 1 
H), 7. 50 Cm, 1H), 7. 35Cs, 5H), 7. 09(t, 1H), 3. 58(s, 2H), 3. 3 
-1.2 (m, 15H),1. 53(s,9H) 
IRv o .x KBr cr l :1740, 1655 
[0 0 6 5] 

n— (2- (i -^>> ? ;ue^u> ? >- 4 — nv) 

50 U>-1, 2. 3, 4-fb7kHP-l-^V7^ 
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U3»-9— fJM t-^JVlDVrtt-h C (1) a; 
tfj, Ri =R3 = Hj R 2 =-NHCOO- t -B u, 
A=>C = CH (CH 2 ) . Y=>C=0, m = 

2, n = 0) 

1 6 6-1 6 7t 
1 H-NMR 6 ppm (CDC 1 a ) : 11. 15 ( s. ID . 7. 99 (a, 2H) , 7. 78 (m, 1 
E) , 7. 49(m, lfi) p 7. 39 (s, SB) . 6. 93 (d, IB) . 3. 70 (s, 2H) , 3. 3 
-1.4(m, 13D,1.53(s,9D 
IRv.a^'cnr 1 :1735,1655 
[0 0 6 6] §g&6#15 10 

N — (2- (2 - (1 -^>^;Hf^iJ 4 ->f 

;W X^US*» -2, 

n^>^ Cb] */U>-9 — r;M t-^JlttJW^ 
C (1) St*> R 1 = R 3 =H, R 2 =-NHC 
OO-t-Bu, a=>C = CH (CH 2 ) n -, Y = 
>C=0, m = 1 , n = 1 ) 

1 5 2-1 5 3^ 
1 H-NMR 6 ppm (CDCh ) : 9. 83 (b. s, lfi) , 8. 30 (b. d. ID , 8. 07 
(b. d, 1H) , 7. 83 (a. 1H) , 7. 53 (m, 1H) , 7. 38 (b. s, 5© , 6. 97 20 
(b. t , 1H) , 3. 80 (b. s, 2H) , 3. 67 (s, 2B3 , 3. 04(b. d, 2E) , 2. 4- 
1.4<m,9H),L54(s,9H) 
IRv..«"'cnr l :1745, 1705 
[0 0 6 7] §&66fll6 

N- (2- (2- (1 -^>^;i/tr^u> ? >- 

« If 'Jt» -1, 2, 3, 4-rh7tKD-l 
hi. 0 8 g^r^h^t: Hn77>2 Omlfcigj&U 1 

^^-fcfrU ^DDMA:^^/^ (5 0 : 
1) *§mia7><£DN- (2- (2- (l-^>^tf^ 
,j^ > _ 4 — f , w x^;V) -1, 2, 3, 
kFP-1 - «V7^'Jy>- 9 -- <f;W t - zT^)V 
%Jlrt*—h C (1) R 1 =R 3 =H, R 2 =- 

NHCOO-t-Bu, A=>CH (CH2 ) . Y 
=>C = 0, m=2, n = 2] 1. 0 2g^fc a 
Ifc£: 92-94TC 

1 H-NMR 3 ppm(CDCl 3 ) : 11. 06 (s, 1H) , 7. 98 (m, 2H) , 7. 77 (m, 1 40 
H) , 7. 48 (m, 1H) , 7. 35 (s , 5H) , 3. 57 (s , 2H) , 3. 4-1. 2 (m, 18 
H),l. 52(s,9H) 
IRvin^'cnr 1 :1740, 1650 

[0068] mmi 

N- (2- (1 -^>^;i/bT^U^>-4— f ;W ^ 
;U-1, 2, 3, 4-rh7hHD-l-^V7>U 
9 --r;W t — h C (D * 

*K R 1 = R 3 =H, R 2 =-NHCOO-t-Bu, 
A=>CH (CH2 ) □ -, Y=>C=0, m= 2, n 50 
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= 1] 

1 H-NMR 6 ppm(CDCh ) 01 (s, 1H) , 7. 98 (m, 2H) , 7. 78(m, 1 
H),7.48(m.lE),7. 39(b. s, 5H), 3. 68(s, 2D, 3.4-1. 2(m, 16 
D,l. 52(s,9H) 
IRv..."'cnr l :1735, 1645 

[0069] mmms 

N- (2- (2- (1 -^>^;i/fcf^U^>-4--f 

;w -2, 

Cb) *7U>-9- OW t-:/y/Mi*AW — 
h C (1) R 1 =R 3 =H, R 2 =-NHCOO 

-t-Bu, A = >CH (CH2 ) n -, Y = >C = 
O, m=2, n = 2) 
«UH: 14 1-143*0 

1 H-NMR 6 ppm (CDCh ) :9. 63 (b. s, 1H) , 8. 29 (b. d, 1H) , 8. 06 
(b. d, 1H) , 7. 83 (m. 1H) , 7. 53<m, 1H) , 7. 38 (b. s, 5H) , 3. 67 
(s, 2H), 3. 4-1. 2(m, 16H), 1. 55(s, 9H) 
IRv..x" r cr l :1745, 1670 

[0 0 7 0] mmw9 

N- (2- (2- (l-^>vJHf^U^>-4-^ 
x^;W -i, 2, 3, 4-fh7tHn-i-t 
*V7?U>?>-9 — r;w t )Vrt*—b 
0. 5 0g^yt^>5mU:^»U 4N-If-y 
^^>mmi 5mI*lPAX*«T?8»IB«#L,fc. s 

:o»*e^itu ftftut, 9 -7^ y - 2 - 
(2- (1 -t>^;nf«^us?>-4— f x^;i/) 

-1, 2, 3, 4-rh7th'D7^ , Jy>-l-t> 
• 2&B«S C (1) St^, R l = R 3 =H, R 2 =NH 

2 , A = >CH (CH 2 ) . Y=>C = 0, m= 
2, n=23 0. 48gW: 8 

1 H-NMR <5 ppm(DMSO-de ) :8. 75 (b. d, 1H), 8. 14 (m, 1H) , 8. 00 
(m, 1H) . 7. 70 (m, 3H) , 7. 44 (m, 3H) , 4. 22 (b. s, 2H) , 3. 7-2. 6 
(m,7H),2.4-1.2(m f 11H) 
IRv.ax^'cnr 1 :1630 

[0071] nmmi o 

9 -y ^ y - 2 - (1 -^>s/jnf^fj z/>- 

)V) *^)V) -1, 2, 3, 4-rh7bFP7^'Jy 
>- 1 • 2111 C (1) R 1 =R 3 = 

H, R 2 =NH 2 , A=>CH (CH2 ) * Y=> 
C = 0, m=2, n=l] 

1 H-NMR 6 ppm(DMSO-de) :8. 76 (b. d, 1H), 8. 15 (m, IE) , 8. 00 
(a, 1H) . 7. 69 (m, 3H), 7. 45 (m, 3D , 4. 2Kb. s, 2H) , 3. 9-2. 6 
(m,7D,2.4-1.4(m,9H) 
IRv.ax"' cm" 1 :1630 

[0072] mmmi 1 

9-T^7-2- (2- (1 -^>> J ;!/tf^U 4 
-<;U) XfJW -2, 3-yb FDy^D^>^ 
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Cb] */U>-l-*>- 2ifi&i£ t (1) R 
i = R 3 =h, R 2 =NHa , A=>CH (CH* ) . 

Y=>C = 0, m=l, n= 2] 
BjWt : 2 1 8-2 2 OX: 

1 H-NMR 6 ppm(CDa OD) :8. 56 (h. d, 1H) , 8. 18-7. 58 (m, 3© , 7. 
53 ( Oh s, 5H) , 4. 30 (b. s, 2H) . 3. 6-2. 7 (m, 7H) , 2. 2-1. 3 (m. 9 
H> 

lRv B »i"'cor l -.1690,1640 
[0 0 7 3] ^SSWl 2 

9 -7^7- 2- (2- (1 -^>vJUfc^U^>- 4 
— 1M X^U?» -1, 2, 3. 4-Th7bFD 
„T*U^>-1-:T>- 2ffiK« C (1) R 1 = 

R 3 =H, R 2 =NH 2 , A=>C = CH (CH 2 ) . 

Y=>C = 0, m=2. n=l] 
MA : 2 0 8-2 1 0<C 

'H-NMR 6 ppmCDMSO-de) :8. 76 (b. d, 1H), 8. 14 (m, IE), 7. 99 
(m, 1H) , 7. 69 (m, 3H) , 7. 42 (m, 3H) , 6. 85(b. t , 1H) . 4. 21 (b. 
s, 2H) ) , 3. 6-2. 6 (m, 10H) , 2. 4-1. 6 (m, 5H) 
IRv..*" r cnr l :1630 

[0074] mmmi 3 

9-T5/-2- (1 -^>y^^'J 5/> - 4 --f 
;U)^^V>-1, 2, 3, 4-fh7kHD7^Uy 
>-l-*>- 2«Kig C (1) R 1 =R 3 = 

H, R 2 =NH 2 , A=>C = CH (CH 2 ) D Y 
=>C = 0, m=2, n = 0) 

2 3 0-2 3 2<C 
1 H-NMR 6 ppm (DMSO-de ) : 8. 77 (b. d, lfi) , 8. 18 (m, 1© , 8. 02 
(m, 1H) , 7. 72 (m, 3H) , 7. 46 (m, 3D , 6. 60 (b. d, IB) , 4. 27 (b. 
s, 1H)) , 3. 5-2. 6 (m, 9H) , 2. 4-1. 6(m, 4H) 
IRva.."'^ 1 :1630 1 

[0075] mmmi 4 

9 -y^y - 2 - (4- (1 -^>^;vt!^u^» ^ 
ofc?;W -2, 3->>btfaHnu [3, 4-b) *J 
U>- 1 C (1) 5£*. R 1 =R S =H, R 2 = 

NH 2 , A=>N- (CHa ) d Y=>C = 0, m 
= 1, n = 3]Bt«:1 5 5-1 5 7t 
1 H-NMR 6 ppm(CDCh ) : 7. 93(m, 2H) , 7. 71 (m, 1H) , 7. 49(m, 1 
H) , 7. 36 (s, 5H) , 6. 59(br, 2H) , 4. 41 (b. s, 2H) , 3. 59(t . 2 
H)),3. 52(s,2©,2. 91 (b. d, 2H), 2. 2-1. Km. 11© 
IRva.i^'cnr 1 :1675,1640 
[0 0 7 6] #%^J4i|5l«CO^^J:t), ##W10 

r#i i \z^-?its®)%:nrz 0 
##m o 

N- (8-T;i/^n-l, 2, 3, 4-fh7tFo- 
-h 

gt&: 1 0 8-1 1 OX: 
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1 H-NMR a ppm(CDCh ) : 7. 77 (m, 2H) , 7. 22 (m, 1© , 3. 30( t, 2 
©, 2. 76(t, 2H), 2. 20(m, 2H), 1. 35(s, 9H) 

iRv.ai^'cnr^nss.iTio 

[0 0 7 7] ^1 1 
N- (2, 3, 4, 5-fh7tFn-l-t*Vvi7 

d^\*/^ (b) u >- 1 i — r;v) t-zf^jv^DV 
A*— h 

ii^: 204-2 0 

1 H-NMR 6 ppm (CDC Is) :8. 20-7. 50 (m, 4© , 3. 21 ( t , 2© . 2. 72 
10 (b. t,2H),1.94(m,4©,1.34(s,9© 
IRvon"'™- 1 :1720, 1690 
[0 0 7 8] t£#0U 2 

>&9. 0 g£X;?/~;M 0 OmHC^SU SHS&2 

^IRU ^I^y-^TffiftRISbt, N- (2, 5 
-^tHO-5-t*V-2-77^) T> h^x;v 
&*3MH 9. 2 g£#fc<, 
BbS : 1 7 2-1 7 3'C 
it? 1 H-NMR 6 ppm(DMS0-d6 ) :9. 95 (b. s, 1H), 7. 97 (d. d, 1H), 7. 5 
9 (m, 2© , 7. 20 (m. 1© , 5. 40 (s, 1© , 4. 94(s . 2© , 3. 86(s, 3 
© 

IRv.ai^cnr 1 :1735 
[0 0 7 9] ##0U1 2£m&Z>lj&lz3:r). ##0111 

3-19 \z^vc&m*'m^ 
3 

N- (2, 5-^l:l ? n-5-t^y-2-77-;i/) 

- 6 - ^ ^JVttT > h ^x;l/K> 
l H-NMRappm(CDCh):9.08(b.s,lH),7.47(t,lH),7. 21 (d. 

30 d, IB), 7. 05(d, 1©, 5. 38(s, 1H), 4. 84(s, m, 3. 97 (s, 3©, 
2.45(s,3© 
[0 0 8 0] ##W1 4 

N- (2, 5-^tHn-5 -^r^V- 
SS^: 2 1 1-2 1 2*C 

1 H-NMR 6 ppm (DMSO-de ) : 10. 30 (br , 1© , 8. 00 (d, 1© , 7. 49 
(d, 1H) , 7. 22 (d. d, 1© , 5. 51(s, 1H) , 4. 95(s, 2© 
IRv-.x'^cm- 1 :1720,1680 

[0081] &%mi 5 

40 N- (2, 5-^tHn-5-t+V-2-77^1/) 

- 5 - ^nay> h^x;V!g 
m& : 2 4 8-2 5 0<C 

1 H-NMR 6 ppm (DMSO-d* ) : 10. 16 (br, 1© , 7. 96 (d, 1© , 7. 68 
(d. d, IB) , 7. 55(d, 1© , 5. 47 (s» 2© , 4. 94 (s, 2© 
IRv aa i" r cm- 1 :1720, 1680 

[0 0 8 2] ##CT1 6 
N- (2, 5-^hKD-5-^V-2-77~;W 
-2-75/^>^hU;V 
: 1 5 8 — 1 6 OX: 
5(? 1 H-NMR d ppm(DMSO-de ) :9. 68(br, 1H) , 7. 80(d. d, 1© . 7. 69 



—1021— 



37 

(d. d, 1H) , 7. 60 (m, 1H) . 7. 32 (m, 1H) , 5. 10 (s, 1H) , 4. 86 (s, 2 
H) 

IRv.^i^'cm- 1 :2230,1730 
[0 0 8 3] 7 

N- (2, 5-ytHD-5-^V-2-77Z;W 

fflL& : 2 3 4 — 2 3 5<C 

1 H-NMR <5 ppm(DMS0-ds ) :9. 86 (br, 1H), 7. 76 (m, IE), 7.41 
(d, Ifl) , 7. 21(t, IE) , 5. 26(s, 1H) , 4. 88(s, 2H) 
IRv.ax^'cnr 1 :2230,1735 

[0 0 8 4] ^%m\ 8 

N- (2, 5 -S^h FD-5 2 
-2-T^y-6-^ > V~ K U )], 

: 1 8 0-1 8 2«C 
1 H-NMR <5 ppm (DMSO-de ) : 9. 76 (b. s, 1© , 7. 66 (t , IB) , 7. 32 
(d, 1H) , 7. 24(d, IE) , 5. 11 (s, 1H) , 4. 87(s, 2H) . 2. 57 (s, 3H) 
IRv.ei^'cm- 1 :2220,1740 

[0 0 8 5] &%mi 9 

N — (2, 5-ytKD-5-W-2-77n;W 
-2-7^/-6-* b^>^>y~ h U ;u 
Bk^: 1 7 8-1 8 0t 

1 H-NMR <5 ppm(DMS0-d6 ) :9. 70(br, 1H). 7. 66(t. 1H), 7. 12 
(d, 1H) , 7. 01 (d, 1H) , 5. 14(s, 1H) , 4. 87 (s, 2H) , 3. 92 (s, 3H) 
IRv.** IB 'cnr l :2210,1735 

[0 0 8 6] ##W2 0 
N- (2, 5-v ? tHD-5-t^V-2-77-W 
T>h^-;i4g*^;W. 6 6 gfC^U 'J>K1 3. 6 

gjn^_T> i 3 o-i 4 ot:cDfa?g±T3^rpm^b 

fc„ ft*. 0 Oml^ftJ^Tl^ra^b, 

S«eSLT9-t:FD^^7D [3, 4-b) *rJ U > 
-1 (3H) -^->3. 5 0g^#fc. 

2 8 Ot (#3?) 
1 H-NMR <5 ppm(DMS0-d 6 ) :12. 68 (br, 1H) , 8. 25 (d. Ifl) , 7. 90 
— 7.35(m.3H),5. 23(s,2H) 
IRv B .«" r cm- 1 :1740 
[0 0 8 7] ##0J2 0tra«O*StC^0> #*£0»J2 
1-23 \Z7KTfc<£fa*m^ 
##«2 1 

9-tHP^>-8-^Mt7D (3, 4-b)* 
/ U>- 1 (3H) -:*> 
■A: 2 2 0<C (#») 

1 H-NMR <5 ppm (CDa OD) : 7. 87 (m, 2H) , 7. 22 (m, 1H) . 5. 09 (s, 2 
H)2. 47(s,3H) 
IRv.ax^'cnr 1 :1770 
[0 0 8 8] ###12 2 

6-^DO-9-kFD^y7D C3, 4-b) 
>- 1 (3H) -*>M& : 27 OX: (KM) 
1 H-NMR 6 ppm(DMS0-d 6 ) : 8. 24 (d, Ifl) , 7. 68 (d, Ifl) , 7. 50 (d. 
d,lfl),5. 27(s,2H) 
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lRv..x"'cnr l :1745 
[0 0 8 9] ##«2 3 

7-^an-9-tFa^7n C3, 4-b) 

>-l (3H) -^>MjSC:>3 0 0*0 (#«?) 

1 H-NMR 5 ppm(DMS0-d6 ) :8. 15 (d, 1H), 7. 82 (d. d, 1H), 7. 66 

(d, lH),5.26(s,2H) 

IRv^x^'cnr^nSO 

[0 0 9 0] #^#J2 4 
N- (2, 5-^tHD-5-t*V-2-77-;W 

hU;l/6. 00g*l, 4-^*i^>3 0 OmlKJKS 
L, ^g#U*A8. 2 8g<hffifk;^-M0. 20g€ 

U tl, 4-^^it>3 0 0mn?2(H«c^Ufc o ^ 

HjjgftbT9-T^y7D C3, 4-b] */U>-l 

(3H) -3r>2. 8 0 gSftfc. 
SbS: 1 9 0-1 9 2t 

1 H-NMR (5 ppm(DMSO-de ) : 8. 44 (d, 1H) , 7. 83 (m. 4H) , 7. 48 (m, 
^ lfi)5.22(s,2H) 

IRv^i^'cnr 1 :1720 
[0 0 9 1] 4tRi|C0^^J;D. ###12 

5-27 izttfc&yj&mzo 
###12 5 

9-7^y-8-^^;i/^^n C3, 4-b) *y U 

>- 1 (3H) 

1 H-NMR 5 ppm(CDCh ) :7. 93 (t, 1H), 7. 66 (d, 2E), 5. 24 (s, 2 
H),2.56(s, 3H), 
IRv^i^'cm- 1 :1710 
30 [0 0 9 2] ##M2 6 

9-7$;-8-7;VtD7P [3, 4-b] */U> 
-1 (3H) 

1 H-NMR 6 ppm (CDC is ) : 7. 68 (m, 2H) , 7. 06 (m, 1H) , 7. 4—6. 6 
(br,2H),5. 20(s,2H) 
IRv^x^'cnr 1 :1735 

[0 0 9 3] ##^2 7 9-7$;-8-^ h^S/^n 

[3, 4-b) ^7U>- 1 (3H) 
1 H-NMR 6 ppm (CDC h ) :7. 59 (m, 2H) , 7. 8-7. 2(br, 2H) . 6. 86 
(d, 1H), 5. 21 (s, 2H), 4. 05(s, 3H) 
4? IRv^x^'cnr 1 :1715 

[0094] %mmstmm<D^mz^y), m&wis 

-2 6^f{b-&»^#^o 
1 5 

N- (2- (3- (1 -^>^;Ptf^U i/> - 4 - < 
)W yntru-r r » -1, 2, 3, 4-rh7tKD- 

i-t^77^U^>-9-f;W t-r/^/WM^w 

— h C (1) SW, R 1 =R 3 =H, R 2 =-NHCO 
O-t-Bu, A = >C = CH (CHi ) • -, Y=> 
C = 0, m=2, n = 2] 
50 : 1 2 0-1 2 2<C 
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1 H-NMR 6 ppmCCDCh ) 24 (s, 1H) , 8. 00 Cm, 2H), 7. 79 (m, 1 
H),7. 50Cm, lH),7.34Cs,5H),7.08(t,lH),3. 52(s.2H),3.3 
— Ll(m, 17H),1. 53(s,9H) 
IRvD.i^'cm- 1 :1735,1655 

[0095] mmmi 6 

N- (2- (4- (1 >>>;]/ fcf^D - 4 - < 
JW ^U^) -1, 2, 3, 4-fb7tHn-l 

h c (i) a;*, R 1 = R 3 =H. R 2 =-nhcoo 

— t — B u , A=>C = CH (CH2 ) . Y=>C 
= 0, m=2, n = 3D 

1 1 5-1 1 7«C 
1 H-NMR (5 ppmCCDCh ) : 11. 22 (s, 1H) , 8. 00 On, 2H) , 7. 78 Cm, 1 
" H) , 7. 51 Cm, 1H), 7. 33(s, 5H) , 7. 09Ct, 1H), 3. 50(s, 2H), 3. 3 

— l.l(m, 19H),1. 53(s,9H) 
- IRv^x'^cm- 1 :1735,1655 
[0 0 9 6] 7 
N — (2- (1 -^>>?;i/tf^U^>-4— f Ur» 
-1. 2, 3, 4-fh7tFa"l - «V7^Uy 

>-9--r;w t -^;p#;wt;*-h c (i) 

R 1 =R 3 = H, R 2 =-NHCOO- t -BU, A = 
>C=, Y=>C = 0, m=2] 
BUft : 1 1 3-1 1 5<C 

1 H-NMR 6 ppmCCDCh ) : 11. 14 (s, 1H) , 7. 99 On, 2H) , 7. 77 Cm, 1 
H) , 7. 48 (m, 1H) , 7. 37 (s, 5H) , 3. 61 (s, 2H) , 3. 3-2. 5 Cm, 12 
H),l. 53 Cs, 23H), 
lRv n »i 1Br cm- 1 :1730,1650 

[0097] mmmi s 

n- (2- (6- (i -^>^;vtf^u - 4 - -f 

M A^yUf » -1, 2, 3, 4-fh7tFn- 

1 - t^V7^'Jy>- 9 t-^;v*;UA*^ 

— h C (1) 5£*> R 1 ==R S =H, R 2 =-NHCO 
O-t-Bu, A = >C = CH (CH2 ) n -, Y=> 
C = 0, m=2, n=5D 

1 H-NMR 6 ppmCCDCh ) : 11. 24 Cs, 1H) , 8. 00 Cm, 2H) , 7. 79 (m, 1 
H) , 7. 50Cm, 1H), 7. 33 Cs, 5H) , 7. 09Ct, 1H), 3. 5lCs, 2H), 3. 3 
— l.lCm,23H)1.53Cs,9H) | 
lRv B w"'cnf l :1740, 1655 
[0 0 9 8] mffiMl 9 

n- C2- (2 - ci >>>;i/ tf^u - 4 --r 

)V) X^U5 f » - %-7)V*u- 1, 2, 3, 4 
h7kFP-l-^V7^Uy>-9-^W t 
5MV*;W\**-h C CI) SW, R 1 = 8 — F, R 2 = 
-NHCOO-t-Bu, R 3 =H, A=>C = CH 
CCH 2 ) n -, Y=>C = 0, m=2, n= 1] 
1 3 8-1 4 Ot: 
1 H-NMR 5 ppmCCDCh ) 20 Cs, 1H) , 7. 74 Cm, 2H), 7. 36 Cs, 5 
H) , 7. 34 Cm, 1H) , 7. 09(t, 1H) , 3. 56 Cs, 2H) , 3. 3-1. 2 Cm, 15 
H),L 5lCs,9H) 
IRi/n^'cor 1 :1745,1660 
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[0099] mmm2 o 

n- (2 - C4 - ci -^>^;utr^u >>>- 4 - -r 
M ^fUf» ~8-^;^n-i, 2, 3, 4-T- 
N7fcHn-l-^V7^'J^>-9 — f)V> t-7 
^;u*;un^-h C CD St** R l =8-F, r* = 

-NHCOO- t-Bu, R 3 =H, A = >C = CH 
CCH2 ) » -, Y=>C=0, m=2, n = 3] 
1 H-NMR d ppmCCDCh ) :11. 22 Cs, 1H) , 7. 74(m, 2H) , 7. 35Cs, 5 
H) , 7. 32 Cm, 1H) , 7. 08 Ct , 1H) , 3. 56 Cs, 2H) , 3. 3—1. 1 Cm. 19 
10 H),1.5lCs,9H) 

IRv„ 4 ," r ciif 1 :1740, 1660 

[oioo] mmm2 1 

N— (2 - (2 - CI -^>v 5 ;i/br^Ui^>-4 -< 
;W X^D^» -2, 3, 4, 5-fh7tFD-l 
-^Vv^a^:/* Cb] ^'Jy-ll-f^) t 

c ci) St** r 1 =r 3 =h, 

R 2 =-NHCOO- t -Bu, A=>C = CH CCH 
2)0-, Y=>C = 0, m=3, n=D 
: 1 8 8-1 8 9*C 
20 1 H-NMR 6 ppmCCDCh ) :8. 73 Cs, IE) , 8. 01 Cm, 2H) , 7. 76Cm, 1 
H) , 7. 53Cm, IE) , 7. 33Cs, 5H) , 7. 07Ct, 1H) , 3. 53Cs, 2H), 3. 1 
— 1.2Cm,17H)1.47Cs,9H) 
IRv.ar'^cnrMmS, 1670 

[0101] nmw2 2 

9-^^)17* / - 2- C2- Cl -^>V)V\±^)z^ 

>- 4 — r;w x^u^^) -1, 2, 3, 4 -^h^ 
h Hcir^u^>- 1 C CD it*, R 1 =r 3 

= H, R 2 = — NH C Ha , A=>C = CH (CH2 ) 
n -, Y=>C = 0, m=2, n=l] 
30 : 1 1 4-1 1 6*C 

1 H-NMR 6 ppm CCDCh ) : 11. 40 Cbr, 1H) , 8. 38 Cd, 1H) , 7. 84 Cm, 
1H), 7. 70 Cm, 1H) , 7. 38 Cm, 1H), 7. 34 Cs, 5H), 6. 94Ct, 1H), 3. 
57 Cd, 3H) , 3. 52 Cs, 3H) , 3. 2—1. 2 Cm, 15H) 
IRv»,x"'cnr l :1625 

[0102] mmm2 3 

9-x^;i/T^y- 2- C2- <i— *>sj/n£tus> 

>-4-<;W X?U5r» -1, 2, 3, 4-^h^ 
tKD7^'Jy>-l-t> C CD it*. R 1 =R 3 
= H, R 2 = — N H C 2 Hs , A = >C=CH (C 
40 H2 ) a -, Y=>C = 0, m=2, n= 1) 

1 H-NMR <5 ppmCCDCh ) : 11. 50 Cbr, 1H) , 8. 27 Cd, 1H) , 7. 80 Cm, 
1H) , 7. 66 Cm, 1H) , 7. 31 Cm, 1H) , 7. 29 Cs, 5H), 6. 9lCt,lH),3. 
94 Cm, 2H) , 3. 47 Cs, 2H) , 3. 2-1. 2 Cm, 15H) , L 45 C t , 3© 
IRvaax^^m" 1 :1630 
[0 10 3] ^S6^2 4 

9 -t>zS)V7S.s - 2 - C2- (i-^>^;nf^u 

4 )V) X^U^» -1, 2, 3, 4-rh 
7tH07^«J^>-l-t> C CD St*, R 1 =R 
3 =H, R 2 =-NHCH 3 Ph, A = >C = CH (C 
50 H 2 ) n -, Y=>C = 0, m=2, n=l] 
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1 H-NMR 6 ppmCCDC 1 a ) : 11. 76 (br, 1H) , 8. 20(d, IB) , 7. 82 (m, 
lfl) , 7. 66 (m, lfl) , 7. 42 (s , 5H) , 7. 3 (nu lfl) , 7. 30 (s. 5H) , 5. 0 
6 (d, lfl) , 3. 47 (s . 2H) , 3. 2-1. 2 (a, 15H) 
IRv..x XBr cnr l :1630 
[0 104] £Hg092 5 

9-^^757-2- (2- (1 -^>^;l/lf^U ^ 
>-4 — f;W X^U?» -2, 3 -^fc HDy^D 
Cb] ^/U>-l-^> C (1) R 1 = 

R 3 =H, R 2 =-NHCH 3 , A=>C=CH (CH 
2 ) . Y=>C = 0, m= 1 , n = 1] 
1 H-NMR 5 ppm (CDCh ) : 9. 41 (br, lfl) , 8. 43 (d, lfl) , 7. 95 (d. 
d, lfl), 7. 72 (m, lfl), 7. 37(m, IE), 7. 31 (s, 5H), 6. 80(t, IE), 
3. 61 (s , 2H) , 3. 57 (d, 3H) , 3. 49 (s , 2E) , 2. 89 (b. d, 2H) , 2. 3 
— 1. 2(m, 9fl) 
lRv„ai IBr cuf 1 :1675 

[0105] mmm2 6 

N- (2- (2- (1 -^>^;Vtf^U i>>- 4 
;W x^U^» -l, 2, 3, 4-fh7th*n-i 
-t^V7^'Jy>-9-fJW TirhT^F [ (1) 
3£*, R 1 = R 3 =H, R 2 =-NHCOCHs , A = 
>C = CH (CH 2 ) » Y=>C=0, m= 2, n 
-1] 

1 H-NMR 6 ppm (CDC h ) : 11. 62 (s, 1H) , 7. 98 (m, 2H) , 7. 79 (m, 1 
H),7. 50 (m, lfl),7.34(s,5H).7.09(t,lH),3. 59(s,2H),3.3 
— 1.2(m, 15H) 
2.38(s,3fl) 

IRv.ix^'cnr 1 :1680,1650 

[0106] m&metm&vjjmz&r), nmm2 7 
n- (2- o- (i -o> ? ;i/tf^u> ? >-4--r 

^Dlf;W ~1. 2, 3, 4-Th7tHD-l- 

C (1) it*, R 1 = R 3 =H, R 2 =-NHCOO- 
t-Bu, A=>CH (CHi ) n Y=>C=0, 
m= 2 , n= 3) 

1 H-NMR 5 ppm (CDC h ) : 11. 08 (s , 1H) , 7 . 98 (m, 2H) » 7. 78 (m, 1 
H), 7.48 (m, IE) , 7. 33 (s, 5H) , 3. 52 (s, 2H) , 3. 4-1. 1 (m, 20 
H),1.52(s,9H) 
IRv^x^'ciir 1 :1740,1650 

[0 10 7] 3E56W2 8 
N- (2- (4- (l-^>yJV^'Jy>-4 — f 
;W -1, 2, 3, 4-fh7tKD-l-^ 

+v7^u^>-9 — r;w t -y^Ji/^;w\^-h 

C (1) j£«t», R 1 =R 3 = H, R 2 =-NHCOO- 
t-Bu, A=>CH (CH 2 ) n -, Y=>C = 0, 
m=2, n = 4] 

: 108-110t 
1 H-NMR 6 ppm (CDCh ) :11. 12 (s, 1H) , 7. 99 (m, 2H) , 7. 77 On, 1 
B) , 7. 48 (m, IB) , 7. 33 (s, 5H) , 3. 50 (s, 2H) . 3. 4-1. 1 (m, 22 
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H),l. 53(s,9fl) 
IRva.x'^cm" 1 :1740,1650 

[0 10 8] m&M2 9 
N — (2- (6- (1 -^>v 5 ;Uhf^U 4 - < 

JW <N^>;10 -1, 2, 3, 4-fh7hHD-l- 

^*V7^u^>-9 — fjw t-^;p*;w^— h 

C (1) R 1 =R 3 =H, R 2 =-NHCOO- 

t-Bu, A = >CH (CH2 ) o Y=>C=0, 
m=2, n = 6) 
10 1 H-NMR <5 ppm(CDCl 3 ) : 11. 12 (s, IB), 7. 98 (m, 2H) , 7. 77 (m, 1 
H), 7. 48 (m, lfl), 7. 34(s, 5H) , 3. 56(s, 2H), 3. 3—1. 0(m, 26 
E),l. 52(s,9H) 
IRv-x'^cnr^m^ieSO 

[0 1 0 9] mM&}3 0 

n- (2- (2- (i -^>>*;n^y 4 ->f 
;W x^;W -8-^;P^p-i, 2, 3, 
tHD-1-t*V7^U^>-9->f;i/) t 
*)l^*-h C (1) St*, R 1 = 8 — F, R 2 =-N 
HCOO-t-Bu, R 3 =H, A = >CH (CH 2 ) 
20 D Y=>C = 0, m=2, n=2] 

1 H-NMR <5 ppm (CDCh ) 14 (s, 1H) , 7. 72 (m, 2H) , 7. 33 (s, 5 
H), 7. 3(m, 1H), 3. 52(s, 2H), 3. 3—1. Km, 18H), 1. 50 (s, 9H) 
IRvux^'cnr 1 :1745,1650 
[0 110] KNOT 3 1 

9-T^/-2- (4- (l-^J^U^>-4 
— ' (M -8-7**n-l, 2, 3, 4-^ 

h7hFn7^'J^>- l-^> • 2igK& C (1) 5£ 
R 1 = 8 — F, R 2 = NH 2 , R 3 =H, A=>C 
H (CH 2 ) o-, Y=>C = 0, m=2, n = 4) 
30 1 fi-NMR 6 ppm (DMSO-de ) : 7. 99 (m, 2H) . 7. 64 (m, 33) , 7. 44 (m, 
3H3 , 4. 21 (b. s. 2E) , 3. 5—2. 6 (m, 7E) , 2. 4—1. 2 (m, 15H) 
IRv a .x"< 0^:1635 
[0 111] ftffi013 2 

1 1 -T^ / - 2 - (2- (1 -^>v ? ;i/tf^U> ? >- 
4--f;» JL^JV) -2, 3, 4, 5-rh7tHny 
Cb] */U>-l-t> C (1) R 
i =R3 =h, R 2 =NH 2 , A=>CH (CHj ) . 

Y=>C = 0, m=3, n=2] 
f&&: 7 3-7 5«C 
40 1 H-NMR 6 ppm (CDC1 a ) : 7. 88 (m, 2E) , 7. 71 (m, IE) . 7. 43(m, 1 
B) , 7. 33 (s, 5H) , 3. 53(s, 2H) , 3. 4-2. 7<m, 5H) , 2. 4—1. 1 
(m, 15H) 

IRv^x^'cnr 1 :1630 

[0112] mm* 3 

9-*^;i/7^/-2- (2- (i -^>^;i/tr^u v 

>-4--f;W X^;W -1, 2, 3, 4 -5r h7tH 
□ 7^U> ? >~l-^> c (i) a;** R 1 =R 3 = 

H, R 2 =-NHCH 3 , A=>CH (CH 2 ) . -, 
Y=>C = 0, m=2, n = 2] 
50 1 H-NMR 6 ppm(CDCh ) :11. 40 (br, lfl) , 8. 37 (d, IB), 7. 85 (m, 
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1H),7. 69 (m, 1H),7.35(s,5H),7.3(du1H),3.57(s,2H),3.5 
2(d, 3H), 3. 2-2. 5 (m, 5H) . 2. 4-1. Km, 13H) 
IRv^i^'cnr 1 :1620 
[0 113] 3£8£0934 

9-XfjV7$y-2- (2- u-^>>^t?^y>* 
>-4 X^;W -1, 2, 3, 4-rh7bH 
D7^Uy>-l-t> C (1) R 1 — R 3 = 

H, R 2 =-NHCaH s , A=>CH (CHj ) 

0 -, Y=>C = 0, m=2, n= 2] 

1 H-NMR 3 ppm(CDCh ) : 11. 52 (br, lfl) , 8. 26(d, lfl) , 7. 78(m, 10 
1H) , 7. 65 (m, IB) , 7. 32 (s , 5H) , 7. 3 On, 1H) f 3. 93 On, 2H) , 3. 4 
9 (s, 2H) , 3. 2-2. 6 (m, 5H) , 1. 45 (t , 3H) , 2. 3-1. 2 (m, 13H) 
, IRv«.x"' cur 1 :1620 
[0 114] *J60iI3 5 

9 -^yi?)V7$. s -2 - (2- (i -^>> ? ;nf 
"^>-4--r;W x5=-;W -1. 2, 3, 

HD7^'Jy>-1 C (D 5£*> R 1 — R 3 = 

H , R 2 =-NHCHiPh, A=>CH (C Ha ) * 
Y=>C = 0, m=2, n=2] 

1 H-NMR a ppm(CDCh ) : 11. 70 (br, 1H) , 8. 16(d, lfl) , 7. 80 (m, 
1H) , 7. 64 (m, 1H) , 7 . 39 ( s , 5H) , 7. 3 (m, lfl) , 7. 29 ( s, 5H) , 5. 0 
2 (d, 2H) , 3. 47 (s, 2H) , 3. 2—2. 7 (m, 5H) , 2. 6-1. 1 On, 13H) 
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IRv.at^'cm- 1 :1630 
[0 115] 5£J£fl)3 6 

9 -*^;l/7^ / - 2 - (2- (i-^>5?;nf^y V 
>-4--OW X^;V) -2, 3-yt Hny^u^> 
* Cb] ^/U>-l-t> C (1) St*> R 1 =R 3 
= H, R 2 =-NHCH 3 , A = >CH (CH* ) 
n -, Y=>C = 0, 111=1, n= 2] 
1 H-NMR 5 ppm(CDCh ) :9. 25(br, lfl) , 8. 41 (d, 1H) , 7. 89 (d. 
d, lfl), 7. 71 (m, 1H), 7. 36(10, 1H), 7. 31 (s, 5H), 3. 55(d, 3H), 
3. 50 (s , 2H) , 3. 5-2. 6 (m, 5H) , 2. 1-1. 1 (m, 11H) 
IRv tt4 x" r cnf 1 :1670 

[0 116] «6#13 7 
N- (2- (2- (1 -k>v*;Vfc?^U V>- 4 
j» If « -1, 2, 3, 4-fh7hFD-l-t 
^VT^U> ? >-9--f|;W TirhT^K C (1) * 
R 1 = R 3 =H, R 2 =-NHCOCH 3 , A=> 
CH (CH2 ) o -, Y=>C = 0, m=2, n = 2] 
Sl^: 1 5 0-1 5 2V, 

1 H-NMR <5 ppm (CDC 1 a ) : 1 1. 49 (s , 1H) , 7. 95 (m, 2H) . 7 . 78 On, 1 
H) , 7. 48 On, 1H) , 7. 34 (s, 1H) , 3. 55 (s, 2H) , 3. 4-2. 8(m, 5 
H) ,2. 38 (s, 3H), 2. 5—1. Km, 13H) 
lRvm^'cnr 1 :1680,1650 

[0117] mmm9^mm<D^mz^D, mmm3B 
9 -y ^ y - 2 - (3- (1 -**>s>jh^u >>>-4 

— f J!*-) 7 p ntfUT f » -1, 2, 3, 4-fh7t:F 
D7^'Jy>- 1 • 2fflS« C (1) R 1 
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= R 8 =H, R 2 =NH 2 , A = >CH (CHj ) 
. -, Y=>C = 0, m=2, n=2] 
4 H-NMR 6 ppm(DMS0-d6 ) :8. 77 (b. d. lfl) , 8. 11 (m, 1H) , 8. 03 
On, 1H) , 7. 69 On, 3H) , 7. 46 (m, 3H) , 4. 83 (b. t , 1H) , 4. 23 (b. 
s, 2H), 3. 6— 2. 6(m, 10H), 2. 4-1. 2(m, 7H) 
IRv a .x"'cm- l :1630 
[0 118] ^Sfi^J3 9 

9~7^/-2- (3- (l-^>^;Wtf^U>>>-4 
-<i)V) -fuMfr-l, 2, 3, 4-fh7kHn7^ 

■ji?>- 1 • 2mmm c d) a;** r 1 =r 3 

= H, R 2 = NH 2 , A=>CH (CH2 ) a Y = 
>C = 0, m=2, n = 33 

1 H-NMR 6 ppm(DMS0-d« ) :8. 78 (b. d, 1H), 8. 16 (m, 1H) , 8. 02 
(m, 1H) , 7. 70 (m, 3H) , 7. 45 (m, 3fi) , 4. 20(b. s, 2fl) , 3. 7—2. 6 
(m, 7H), 2.4—1. 2 On, 13H) 
IRv-x'^cr 1 :1630 
[0 119] $mW4 0 

9— T^y — 2— (4- ( 1 -^>v;i/fcr^u 4 

-^)V) Jt>- 1, 2, 3, 4-fh7tHD7 
^Jy>-l-t>« 2}fil&i£ C (1) R 1 =R 

3 =H, R 2 =NH 2 , A=>C=CH (CH 2 ) 

0 -, Y=>C = 0, m=2, n=3D 

1 H-NMR 6 ppm (DMSO-de ) : 8. 79 (b. d, lfl) , 8. 14 (m, 1H) , 8. 03 
On, 1H) , 7. 69 On, 3H) , 7. 45 (m, 3fl) , 4. 86 (b. t , 1H) , 4. 21 (b. 
s, 2H) , 3. 7-2. 7 (m, 10© , 2. 4-1. 2(m, 9H) 
IRvm^'cnr 1 :1630 

[0120] mmm4 1 

9-r^y-2- (4- (i -^>v J ;i^tr^u^>- 4 

— (M -1, 2, 3, 4 -rh7tFn7^ 

U5x>- l-^>- 2ffi®m C (1) R 1 =R 3 

= H, R 2 =NH 2 , A=>CH (CH 2 ) . Y = 
>C = 0, m=2, n = 4] 

1 H-NMR 6 ppm(DMS0-d8 ) : 8. 76 (b. d, 1H) , 8. 13 (m, 1H) , 8. 02 
(m, 1H) , 7. 68 (m, 3fl) , 7. 45 (m, 3H) , 4. 21 (b. s, 2H) , 3. 7—2. 6 
(m, 7H),2.4— 1.2(m, 15H) 
IRv a8 i" r cnr l :1635 

[012 i] %nm*2 

9-7^7-2- (1 -^>v ! ;Whf^U^>-4-^U 
-1, 2, 3, 4-Th7tKD7^Uy>- 1 
40 -*y~ 2JSKJS C (1) R 1 =R 3 =H, R 2 

= NH 2 , A=>C=, Y=>C = 0, m=2) 
1 H-NMR d ppm(DMS0-d 6 ) : 8. 76 (b. d, 1H) , 8. 10 (m, IE), 8. 03 
(m, 1H) , 7. 70 On, 3H) , 7. 47 (m, 3H) , 4. 30(b. s, 2H), 3. 6—2. 6 
(m, 12H) 

IRvni^'cnr 1 :1630 

[0122] mmm4 s 

9 -r^ y - 2 - (6- (i -^>^;nf^u >^>- 4 

— OW ^\^->U^» -1, 2, 3, 4-fh7tH 
D7^Uy>-l-t>' 2iSK« C (1) R 1 
50 =R 3 =H, R 2 =NH 2 , A=>C = CH (CH 2 ) 
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0 Y=>C = 0, m=2, n=5] 

1 H-NMR 6 ppm (DMSO-de ) : 8. 77 (b. d, IE) , 8. 10 On. 1H) , 8. 03 
(m. lfl) , 7. 68 (in, 3fl) , 7. 45 (m, 3H) , 4. 86 (b. t , 1H) , 4. 22 (b. 
s, 1H) , 3. 5-2. 6 (in, 10H) , 2. 4-1. 1 (m, 13H) 
IRv..."'^ 1 :1630 
[0 12 3] ^5SW4 4 

9-T^y-2- (6- (1 -^>y;i/bf^U 5/>-4 
— f;W - 1, 2, 3, 4 -rh7tFn7 

jMJ5»-l-*>- 2JfiB&ifi C (1) R 1 =R 

3 =h, R 2 =NH 2 , A = >CH (CH 2 ) ■ — , Y 
=>C=0, m= 2, n = 6] 

1 H-NMR 6 ppm (DMSO-de ) : 8. 78 (b. d, 1H) , 8. 15 (m, IE) , 8. 00 
On, 1© , 7. 68 On, 3H) , 7. 44 On, 3H) , 4. 19 (b. s, 2H) , 3. 6-2. 6 
(m,7H), 2.4-1. 0(m, 19H) 
IRv»,x lBf cm" 1 :1630 
[0 12 4] *«M4 5 

9-7^7-2- (2- (1 -^>^fcf^Uy>-4 

-*;W x^u^» -s-^L^n- l, 2, 3, 4 
-f h7tFDT^Uy>-l-t>' 2 &B£Jfi 
C (1) jC*. R 1 = 8 -F, R 2 =NH 2 , R 3 = 

H, A=>C = CH (CHj ) . -, Y=>C=0, m 
= 2, n=l) 

1 H-NMR 6 ppm (DMSO-de ) : 8. 03 On, 2H) , 7. 66 On, 3H) , 7. 45 (m, 
3H) , 4. 92 (m, 1H) , 4. 22 (b. s , 2H) , 3. 7—2. 6 (m, 10H) , 2. 4— 

I. 6 On, 5H) 

IRv.tx"'^ 1 :1640 
[0 12 5] $Ztim4 6 

9 -7^7 - 2 - (2- (1 -^>>^fc?^U^>-4 
1M x^JW -8-^;i/^n-i, 2, 3, 4-^- 
h7t:HD7i7U^>-l-t> - 2M£ C (1) 3t 
R 1 =8-F, R 2 =NH* , R 3 =H, A=>C 
H (CH 2 ) Y=>C=0, m=2. n = 2) 

1 H-NMR 3 ppm(DMSO-de ) : 8. 01 On, 2H) , 7. 65(m, 3H) , 7. 45 (m, 
3H) , 4. 21 (b . s, 2© , 3. 5—2. 6 On, 7H) , 2. 4—1. 2 On, llfi) 
IRv a .x* Br cnf 1 :1630 

[0 12 6] JfeKffl4 7 

9-7^y-2- (4- (1 -"OS^I/fc^U S?>-4 
— f;W -8-^*n-l f 2, 3, 4 

-f h7tHD7^ t J^>-l-t> - 2 
C (1) St*, R 1 = 8 -F, R 2 =NH 2 , R 3 = 

H, A=>C = CH (CH 2 ) • -, Y=>C=0, m 
= 2, n = 3] 

1 H-NMR 6 ppm (DMSO-de ) : 8. 02 (m, 2H) , 7. 64 On, 3H) , 7. 45 (m, 
3H) , 4. 86 (a, 1H) , 4. 22 (b. s, 1H) , 3. 7-2. 6 (m, 10© , 2. 4- 

I. 2 On, 9© 

IRv..i"'cnr 1 :1635 
[0 12 7] H5SW4 8 

1 1 -7^7 - 2 - (2- ( 1 -^>v^Ufc?^U i»- 
4— (M X^U5 f » -2, 3, 4, 5-fh7hh' 
q^D'n;/^ [b] ^ / U > - 1 • 2%Btt 
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C (1) 3:*, R 1 =R 3 = H, R 2 =NH 3 , A=> 
C = CH (CH 2 ) n -, Y=>C=0, m=3, n = 
13 

1 H-NMR <5 ppm (DMSO-de ) :8. 76 (b. d, 1H), 8. 22 (n, 1H), 8. 02 
(id, 1H) , 7. 69 (m, 3H) , 7. 46 (m, 3H) , 6. 80 ( t , 1© , 4. 24 (m. 2 
H) , 3. 5—2. 7 On, 10© , 2. 4-1. 4 On, 7© 
IRv.ax'i'cnr 1 :1630 

[0128] mMm* 9 

9 -7^/- 2- (2- (1 -^>^fcf^'J v*>-4 
i0 -<iM X^;W -1, 2, 3, 4-fh7kFP7? 

■J 1 -:*> 0. 4 1gl:/^y-;H0iiill:S 

»U *fft^^tK l J^AO. 15g£iB*T^i& 
^2mmmnVfc. ^/£iKi::*3 Oml£iD;tT*Dn* 

9-757-2- (2- (l-^>5VHf*U5>>-4 
— f>W x^;W -i, 2, 3, 4-rb7bHD7^ 
U 1 -*-)V C (1) St*, R 1 = R 3 = H, R 

2 — NH2 , A=>CH (CH2 ) b Y=>CHO 
20 H, m=2, n= 1] 0. 2 8 g£#/t« 

ffl^S : 1 8 4—1 8 6t 

1 H-NMR 6 ppm (CDC1 3 ) : 7. 83 (m, 1© , 7. 69 On. 1© , 7. 46 On, 1 
© , 7. 30 (s , 5© , 7. 3 (m, IE), 5. 5 (m, 1© , 4. 7 (m, 1© , 3. 48 
(s , 2© , 2. 9 On, 4© , 2. 1—1. 1 On, 14© 

[0129] mmms o 

9-7^;7D [3, 4 -b} *r/ U >- 1 (3H) - 

1. 7 4 gi:4-7i/^fii/- 1 -^>> ? ;utr 

^U>>>3. 2 0g$rJoA> 2 0 0^6^ 

apf&a^Lfco s^^s6x^;u<fcDWigSL 

J0 T9-757-2- (4- ( 1 -<^>i?)\,\l i>)V> 
Zf^M -2, 3->>t:Kafc?nn [3, 4-b] 
U >- 1 ~xT> [ (1) it** R 1 =R S =H, R 2 = 
NH2 , A=>N- (CH2 ) • -, Y=>C = 0, m 
= 1, n = 1 ) 3. OOg Zntza 

: 1 4 0-142*0 
1 H-NMR 6 ppm (CDCh ) : 7. 95 (m, 2© , 7. 75 On. 1H) , 7. 48 (m, 1 
©, 7. 33(s, 5©, 6. 52 (br, 2H), 4. 39(s,2©, 3. 59(t, 2©, 3. 
53 (s, 2H) , 2. 89 (b. d, 2©, 2. 1-1. Km, 13© 
IRvBa^^cnr 1 :1675, 1640 

40 [0130] mmmsotmm^mz^r)^ ^t&ms 
1-55 iz^-rit^^mzo 
mmms 1 

9-7^7-8 - y)V^T P - 2 - (4- (1 
e^UvMW x^JP) -2, 3-i^tKntfDD C3, 
4-b] ^;u>-i-t> C (1) it*. R 1 =8- 
F, R 2 =NH Z , R 3 =H, A = >N- (CH 2 ) » 

Y=>C = 0, m=l, n = 23 
MM. : 1 3 4—1 3 6t 

1 H-NMR 6 ppm (CDCh ) :7. 70 On, 2©, 7. 31 (s, 5©, 7. 06 (m, 1 
50 H),6.45(br,2©,4.33(s,2H),3.61(t,2©,3.50(s,2©,2. 
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89(b.d,2H).2. l-1.2(m,9H) 
IRv«»x XBr cr l :1655,1620 
[0 13 1] ^SS^5 2 

9 -T^y- 8->5 1 ;l/^*-2- (4- (1 -^>v 

jHf^USMW x^-;w -2, 

C3, 4-b) C (1) R 1 

= 8-SCH 3 , R 3 =NH: , R 3 = H. A=>N- 

(CH, ) a -, Y=>C=0, m=l, n = 2) 
1 H-NMR 6 ppm(CDCh ) :8. 45(br, 2H) , 7. 89 (m, 1H) , 7. 58 (m, 2 
H) , 7. 33(s, 5H)4. 31(s, 2E) , 3. 62(t, 2© , 3. 52(s, 2H> , 2. 91 10 
(b. d, 2H) , 3. 52 (s, 3H) , 2. 1-1. 2 (m, 9H) 
lRvia S IB 'cnr l :1670,1620 

[0132] mmms 3 

2- (4- (i -^>^;i/tr^u^) x^jio -2, 
3 -yt Fafcfan C3, 4-b) ^/ U >- 1 
C (D SW* R 1 — R 2 =R 3 =H, A=>N- (C 
H 2 ) „ -, y=>C=0, m=1, n = 2) 
OA: 1 63-1 6 4t 

1 H-NMR 6 ppm (CDC h ) : 8. 65 (s. IE) , 8. 25—7. 55 (m. 4H) , 7. 3 
5(s. 5H) , 4. 55(s, 2H) . 3. 75(t, 2H) , 3. 59(s, 2H), 2. 98 (b. d, 20 
2H),2. 2— 1.2(m, 9H) 
IRv B .i" f cnr 1 :1680 
[0 13 3] f£860H5 4 

9 2 - (4- (1 -^>z/)V}f.^)i?)V) X 
9-M -2, 3-^fcFntfaa C3, 4-b) 
>- 1 C (1) j£4>, R 1 =R 3 =H, R 2 =C 

Hs . A=>N- (CH2 ) . Y=>C = 0, m= 
1, n=2) 

ffl^: 1 1 3-1 1 4*C 

1 H-NMR 6 ppm (CDC 1 a ) : 8. 18 (m, 2H) , 7. 84 (m, 1H) , 7. 64 (m, 1 30 
H),7.32(s,5H),4.46(s.2H),3.71(t,2H),3. 50(s,2H),3.1 
4(s, 3H), 2. 89 (b. d, 2H), 2.|2— 1. 2(m, 9H) 
IRv Bit "'cnr 1 :1675 
[0 13 4] §tdS#J5 5 

9 -y*.~)V- 2 - (4r (1 -^>z/)V¥^) i/)V) 
X^;W -2, 3 -i^fcFDfcfUD (3, 4-b) 
U>-l-*> C (1) R 1 =R 3 =H, R 2 = 

Ph, A=>N- (CHj ) . Y=>C = 0, m= 
1, n = 2) 

BUS: 1 5 8-1 5 9t ^ 
1 H-NMR 6 ppm(CDCb) :8. 21 (b. d, 1H) , 7. 84 (m, 2H) , 7. 54 (m, 
6H) , 7. 32 (s , 5H) , 4. 55 (s, 2H) , 3. 64 ( t , 2H) , 3. 51 (s, 2H) , 2. 
82(b.d,2H),2.1-1.2(m, 9H) 
lRv 0 .i IBf cm' 1 :1690 
[0 13 5] 6 

9-tHn*->7n [3, 4-b) *cJ U >- 1 (3 
H) -;*-> 10. l g*N-*5\>V-2-fcfnU F> 
SOmllC&SU 4-7S/X?^- l-^>^;Vfcf^ 
Uy>12. Og£jDAT, 5V — > • X^-^ (De 
an-Stark) 0»»* 2 0 0-2 1 50 
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o^o^^Te^wmj^TMSK^rco aassn 

fcKJS^tCT-t:h>'2 0 Onl^JUAT, tfrfcH LfcfcSIIiS: 

^->- 2 - (4- (i -^>s?;i/e^u>w x^;w 

-2, 3-yt HPtfDD C3, 4-b) *r J U >- 1 
C (1) R 1 =R 3 =H, R 2 = OH, A 

= >N- (CHj ) a Y=>C = 0, m= 1, n = 
2) 1 2. 5gS#L 
fflt&: 2 5 9-2 6 1*C (##) 

1 H-NMR 3 ppm(DMSO-de ) : 12. 30 (br, 1H) , 8. 22 (b. d, 1H) , 7. 6 
2 (m, 2H) , 7. 37 (m, IE) , 7. 29(s, 5H) , 4. 39(s, 2H) , 3. 47(s, 2 
fl) , 3. 42(t, 2H) , 2. 80(b. d, 2H) , 2. 1-1. 2(m, 9H) 
lRv B .," r cr I :1675 

[0 13 6] ftKffl|5 6fcH*0>*ftK:J:D«»fl5 7 
- 6 1 \Z5tt\ y C§m*%Tz.« 

6- ^DD-9-tFD*'>-2- (4- (1 -^>v 
JHf<*U5»» X5^JW -2, KOtTDD 

[3, 4-b) 3r/*)>-l-*> C (1) R 1 
= 6 - C 1 , R 2 =OH, R 3 =H, A=>N- (CH 
2 )o-, Y=>C = 0, m=l, n = 2) 
BfoS: 2 5 0t (&m> 

1 B-NMR 6 ppm (DMSO-de ) : 8. 20 (d, 1H) . 7. 61 (d, 1H) , 7. 38 (d. 
d, 1H), 7. 30(s, 2H),4. 39(s, 2H), 3. 47 (s, 2H), 3.41(t t 2H), 
2. 79 (b. d, 2H) , 2. 2—1. 2 (in, 9H) 
IRv 98 x" r cnf 1 :1690 
[0 13 7] HSS^I5 8 

7- ^Pn-9-tFD+y-2- (4- (l-^>v 
;VK^U^iW x^;W -2, 3-^fcFnhTnn 

C3, 4-b) ^r/'J>-l-t> C (1) R 1 
= 7 -CI, R 2 =OH, R 8 =H, A=>N- (CH 
2 ) a Y=>C = 0, m=l, n=2) 
ffiW: 24 5t (##) 

1 E-NMR 3 ppm(DMS0-d6 ) :8. 13(d, 1H) . 7. 65 (m, 2H) , 7. 29 (s, 
5H) , 4. 38 (s. 2H) , 3. 46 (s, 2H) , 3. 42 (t, 2H) , 2. 80(b. d, 2ED , 
2. 1— 1.2(m,9H) 
IRv.a.^'cr 1 :1690 

[0138] mmms9 

9-tKP*y-8-^f;W-2- (4- (1-^ 

>^;ue^u isM x?-;i/) -2, 3 FPtfon 

[3, 4-b) *yj>-l-t> C (1) 5£"K R 1 
= 8- SCH 3 , R 2 =OH, R 3 =H, A = >N- 

(CH2 ) n Y=>C = 0, m=l, n = 2) 
■ftA: 2 15t «H» 

1 B-NMR <5 ppm(DMS0-d8 ) : 7. 53 (m, 1H) . 7. 27 (s, 5H) , 7. Km, 2 
H) , 4. 31 (s, 2E), 3. 44 (s, 2H) , 3. 39(t. 2H) , 2. 78 (b. d, 2H), 
2. 31(s,3E),2.1-l.l(m,9H) 

iRv.a.^^cr^ieeo 



[0139] ^mme o 

9 - t Kn + y- 2 - (4 - 



(i -^>^;utr^u ^ 
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M *^)V) -2, 3-yb F n fcfn d C3, 4-b] 
*y g >- 1 t (l) jS*, R 1 =R 3 =H, R 

2 = 0 H, A = >N- (CH 2 ) » -, Y=>C = 0, 
m= 1 , n = 1 ) 

1 H-NMR 6 ppm (DMSO-de ) : 8. 22 (b. d, IE) , 7. 63 (m, 2© , 7. 39 
(m. 1H) , 7. 31 (s , 5B) , 4. 42 (s , 2H) , 3. 49 (s , 2H) , 3. 28 (d, 2 
© , 2. 8Kb. d, 2© , 2. 1-1. 1 (m, 7H) 
IRv.n^'CQfMieSO 
[0140] HJS^61 

9 - t HD + y- 2 - (4- (1 -^>^;Vt?^D v 
JW ynt!JW -2, 3-vtHubfDU (3, 4- 
b] 4;U>-l-t> C (1) R 1 = R 3 = 

H, R 2 =OH, A=>N- (CH 3 ) . Y=>C 
= 0, m= 1, n= 3] 

1 H-NMR 6 ppm (DMSO-de ) : 8. 24 (b. d, IE) , 7. 63 (m, 2H) , 7. 40 
(m, 1H) , 7. 28 (s . 5H) , 4. 36 (s, 2H) , 3. 47 (s, 2H) , 3. 36( t, 2 
©,2.82(b.d,2©,2. 2-1. Km, 11© 
IRv.ai^cnr 1 :1675 
[0 14 1] #lffi#l62 

9 - t HD^y- 2 - (4- (l-^>^b!^ , Jy 
)V> x^;» -2, 3~>?tHnbrnn C3, 4-b) 
*yu>-i-*> 6. 8 o g^^^y— ;V3 o omi 

->-2- (4- (i -^>^;nf^u>?;i/) x^;w - 
2, 3-^hFnfcfnn [3, 4-b) U >- 1 - 
:*> C (1) St** R 1 =R 3 =H, R 2 =OCHa , 
A=>N- (CH 2 ) . Y=>C=0, m= 1 , n 
= 2] 5. 3 0 gSrfifco 
9 8-9 9<C 

1 H-NMR 5 ppmCCDCh ) :8.42(b. d, 1H), 8. 04 (b. d, IE) , 7. 82 
(m, 1H) , 7. 56 (m, IE) , 7. 32 (s, 5H) , 4. 66 (s, 3fi) . 4. 47 (s, 2 
H) , 3. 68 ( t , 2H) . 3. 52 (s , 2H) , 2. 92 (b. d, 2H) , 2. 1-1. 2 (m, 9 
© 

IRvoti^'cr 1 :1680 

[0142] mmme 2i:mm<D^m\z^r) % mmme 

3- 67 lC*?^fcfr4**#fc. 
«Jfi«6 3 

6-^nn-9-y h^v- 2 - (4- (i -i>i?)l 
M*>WM X^;W -2, 3-ytHDlfDU (3, 

4- b) *;U>-l-*> C (1) SC"P. R l =6- 
Cl, R 2 =OCHa , R 3 =H, A = >N- (C 
H 2 ) Y=>C = 0, m=l, n = 2] 

HA: 9 5-9 6«C 

1 H-NMR 6 ppmCCDCh ) :8. 31 (d, IE) , 7. 98 (d, 1H) . 7. 48 (d. d, 
1H) , 7. 32 (s, 5H) , 4. 65 ( s , 3H) , 4. 45 (s , 2H) , 3. 65 (t , 2© , 3. 
51 (s, 2© , 2. 90 (b. d, 2H) , 2. 1—1. 2 (m, 9© 
IRv..«"'cnr l :1680 
[0 14 3] »6 4 
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7-^DD-9-^h+y-2- (4- (l-'O^JU 

x?;W -2, 3-v?kFnb:DD [3, 
4-b] +/U>-l-*> ( (1) R l =7 - 

c lf R 2 =oCH 3 , R 3 =H, A=>N - (C 
H 2 ) ■ -, Y=>C=0, m=l, n = 2) 

: 1 2 7-1 2 9*C 
1 H-NMR 6 ppm (CDC 1 a ) : 8. 38 (d, IE) , 7 . 97 (d, IE) , 7. 71 (d. d, 
IB), 7. 32(s,5©,4.66(s,3E),4.46(s,2©,3.67(t,2© i 3. 
50 (s, 2© , 2. 89(b. d, 2© , 2. 1-1. 2(m, 9© 
10 IRv.ai^'cm- 1 :1675 

[0144] mmm$ 5 

9 -y h=^>- s -y^;t^-- 2 - (4- (1 
i?;Hf^U^;W x^;W -2, 3-^bFDfcTDn 

[3, 4-b] *r/ U >- 1 -*> C (1) 55*. R 1 
= 8-SCH 3 , R 2 =OCH 3 , R 3 =H, A=>N 
- (CH 2 ) 0 Y=>C=0, m=l, n = 2] 
ffl^: 1 7 0-1 7 It 

1 H-NMR 6 ppm(CDCh ) : 7. 70 (m, 2H) , 7. 31 (s, 5© , 7. 25(m, 1 
©,4.51(s,3H),4.44(s,2©,3.66(t,2©,3.49(s,2H),2.8 
20 7 (b. d, 2H) , 2. 49 (s , 3E) , 2. 1—1. 2 (m, 9H) 
lRv.a»" r car l :1680 
[0 14 5] *JS096 6 

9 h^rv-- 2 - (4- ( 1 -^Z/VJVWl VM 
^)V) -2. Fatf nn C3, 4-b] 

C (1) R 1 =R 3 =H, R 2 = 

OCH 3 , A=>N- (CHz ) . Y=>C = 0, 
m=l, n=l] 
BL^: 1 3 3-1 3 5*C 

1 H-NMR 6 ppm (CDCh ) : 8. 41 (b. d, IE), 8. 03 (b. d, 1©, 7. 80 
30 (n, 1H) , 7. 54 (m. 1H) , 7. 31 (s, 5B) B 4. 65 (s, 3© , 4. 50(s, 2 
H) , 3. 52 (d, 2E) , 3. 49 (s, 2E) , 2. 88 (b. d. 2© , 2. 1-1. 2(m, 7 
© 

IRv„«x" r cnr l :1675 
[0 14 6] ^SS^I6 7 

9-^h^>--2- (4- (1 -^S^fcWJSW 
-fU\±)V) -2, 3-v^tHDtfDD C3, 4-b] ^ 
/U>-l-^> C (1) R 1 =R 3 =H, R 2 

= OCHs , A=>N- (CHa ) n Y=>C = 
O, m= 1 , n = 3] 
40 1 H-NMR 6 ppm(CDCU ) :8. 42 (b. d, 1H) , 8. 03 (b. d. 1© , 7. 82 
(m, IE) . 7. 55 (m, 1H) , 7. 32 (s, 5B) . 4. 66 (s. 3© , 4. 48(s, 2 
E),3.61(t,2E),3.49(s,2©,2. 87(b. d,2©,2. 1-1. Km. 1 
IB) 

IRv.ii^cnr 1 :1685 
[0 14 7] ^SS^II6 8 

9 _^ h^rzy- 2 - (4- <i-^>^;vtf^u^;w) 
x^;W -2, 3-^tFntfnn C3, 4-b] ^/ 

0 >- 1 -^"> 0. 2 1gCn-7'5 1 ;P7i>10il 
<&tra^.T> 3»HII#Tllll/t. S**t«£EttH 
5(7 L, ag«j^Tirh> < J:0BIBaUT9-n-^^T 
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(27) 



5-279355 



51 

^y-2- (4- (i-^>y;nf^u^» x^;w 
-2, a-^bFntfna C3, 4-b] ^/U>- 1 
C (1) R 1 =R 3 =H, R 2 =NH-n 

-Bu, A=>N- (CH 2 ) . -, Y=>C=0, m 
= 1, n = 2) 0.2 1 g^Sto 
Bk&: 1 4 5-1 4 6<C 

1 H-NMR 5 ppm(CDCl 3 ) : 8. 34 (b. d, IE) , 8. 07(br. IE), 7. 95 
(b. d, lfl) . 7. 70 On, 1H) , 7. 40 (m, IE) , 7. 32 (s, 5H) . 4. 33 (s, 2 
H) , 3. 87 On, 2E) , 3. 61 (t, 2B) , 3. 50 (s. 2E) , 2. 90 (b. d, 2H) , 
2. 2—1. 2(m, 13H), 0. 99(t, 3H), 
IRvo.i^'cm- 1 :1640 

[0 14 8] mmme stMmo^miz&v* mime 
mmme 9 

9 -*^;i/7^/ - 2- (4- (1 -^>v;i^tf^u v 

;W x^;U) -2, (3, 4-b] > 



u >- 1 

2 =NHCHs 
= 0, m-1, 



52 

C (1) R 1 
, A=>N- (CH 2 ) 
n = 2] 



= R 3 =H, R 
, -, Y=>C 



: 141-142 , C 
1 H-NMR 6 ppm (CDC 1 3 ) : 8. 40 (b. d, IE) , 8. 14 (br, IB) , 7. 93 
(b. d, IE), 7. 67 On, IE), 7. 36 On, IB) , 7. 29(s, 5H) ,4. 28(s, 2 
B) , 3. 57 ( t , 2E) , 3. 52 (s , 2© , 3. 47 (d, 3B) , 2. 90 (b. d, 2E) , 
2. 1— 1.2(ni,9H) 
IRv B .x IBr cnr l :1650 
10 [0 14 9] *SS^7 0 

9- (4- (l«^>^V^Uy;W XfJV75y) 

-2 - (4- (i-^>^i/t:^Uy;W x^;w - 
2, 3-^bKntfDD C3, 4-b] *cJ U >- 1 - 

[0 15 0] 
Cft 13] 



C (1) R , = R S =H. R a =-NH(CH 2 )a 



CHaPh, 



A=>N~(CH*)n-, YOC=0, n=l, a=2 ] 



[0 15 1] 1 H-NMRdppm(CDCI 3 ):8.30(b.d,lJED,8.00(b 
r, 1H) , 7. 94 (b. d, IB) , 7. 68 (m, IB) , 7. 38 (m, lfl) , 7. 30 (s, 10 
H),4.31(s,2H),3. 86(m,2E),3. 59(t, 2B), 3.49(s,4E), 2. 8 
9(b. d,4H),2.4— 1.2(m, 18B) 

[0152] mm 7 1 

9 -7^; - 2 - (4- (1-^>^^U^) X 

-2, 3-i^kFPlfan C3, 4-b] 
>- 1 0. 3 0g*t'J^>5iH:»»U jR 

K&JDU g^Kx^;^}fttfiLfco SiX^lic7> 
^XTtK3 QnlftirafcTf, ifiTl 5 B9IW»# 
»Kx^;i/S&»3tL^l«*«»SS£SaUfc« gS®«!£ 

ji^a : (1 OlO : 1) «mis»<fcD»fc*s» 

^-f V^Dtf^X-o-^cfcDSiSeabT, N — (2 - 

(4- (1 -^>^jnf|^u x^w -2,3- 

ytHD-l-t*VKDD [3, 4-b] 4VU>- 
9--OW) 7th75 F t (1) St*, R 1 =R 3 = 
H, R 2 = -NHCOCHa , A=>N- (CH 2 ) . 40 
-, Y=>C = 0, m= 1 , n = 2] 0. 19g^ 
ft. 

Wuk : 109-1 1 It 

1 H-NMR d ppm(CDCh ) :9. 70(b. s, lfl) , 8. 09(m, 2H) , 7. 84 On. 
1H) , 7. 58 (m, lfl) , 7. 37 (s, 5H) , 4. 49 (s, 2H) , 3. 70 ( t , 2E) , 3. 
67 (s, 2H) . 3. 05(b. d, 2fl) , 2. 39(s, 3H) , 2. 3-1. 2 On, 9H) 
IRv.^^cnr 1 :1690, 1630 
[0 15 3] $m&i7 2 

9-kFD^y-2 - (4- (l-^>y;Vb!^Uy 
)V) X^;P) -2, 3-ytHobfDD [3, 4-b] 50 



+ /U>-l-t> 0. 80g^DO/^>40 
mliCSSfflU N, N-yiW-U>0. 30gW 
^>jfifl:U>l Oml^SD^_T, MTlSWtfl 

afcJUA : *?y-)V (3 0:1) gfflH^ctDffcfeS 

HV^n h!;px-^;v- Tir h >gi£ «t 0 M ten bt 
9-^7PO-2- (4- (1 -1>*?)W<V5?M X 
-2, C3, 4-b] ^yj 

>- 1 C (1) iC** R 1 , R 3 =H. R 2 =C 

1, A=>N- (CH 2 ) 0 Y = >C = 0, m = 
1, n=2) 0. 7 0 g£#fco 

: 6 3-6 5t: 
1 H-NMR 6 ppm(CDCh ) :8. 05(b. d, 1H) , 8. 17 (b. d, 1H) , 7. 91 
(id, 1H) . 7. 73 (m, lfl) , 7. 32 (s, 5H) , 4. 50 (s, 2H) , 3. 74( t, 2 
H) , 3. 50(s, 2H) , 2. 90(b. d, 2H)2. 2— 1. 2(m, 9H) 
IRv,«i IBr cm- 1 :1690 
[0 15 4] SIJSW7 3 

9-^PD-2- (4- (1 -^>^tf^u^;w X 
-2, 3-vtiHnkfDP C3, 4-b] 

0. 5 0 gSrX^y— )V5m\\zmmV, 
lMthU ^AXf7- h -X^ J -imm 5 ml £#n*_ 
T. MTlWHMWbfc. 4 OmncftAn 

U ^nD^^A-ettttib^io ^np*JPAlS:ffiat 
tt*T»5»U- MJBES^Lfco U* 

(3 0:1) »HM»J:Dfft«liMV^ 
□ WX-fMDSteSlT9-Xh*y-2 (4- 
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(1 -^>-J)VM^ x y^M -2. 3 -i^t F 

OlfPD [3, 4-b) *rJ*)y-\-*y C (1) j£ 
R 1 , R 3 =H, R 2 =OCH 2 CH 3 , A = >N 
- (CHi ) o ~, Y = >C = 0, m=l, n = 2] 
0 . 3 3 g ^r^feo 
jRjft : 1 7 3 — 1 1 9*C 




#H¥5-2 7 9 3 5 5 

54 

1 H-NMR 6 ppm(CDCh ) : 8. 44(b. d, 1H) , 8. 03 (b. d, 1H) , 7. 81 
(m, IB) , 7. 55 (m, 1H) , 7. 32 (s, 5H) , 5. 07 (q, 2B) , 4. 47 (s, 2 
H),3.67(t,2H),3.48(s.2H),2.88(b.d,2H),l. 51(t,3H), 
2.2— 1.2(m,9H) 
IRva.r^cnr^ieSO 
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